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(2) H2 003-64056 (P2003 - 6chA#$ 



[toJHIllTKHfcUl ) 




KsftSt 2 ftM 5 lc7)T;^- 1/ >XJi.Rsg|& 1 AM 5 1 

aujt*s*is^L<jix^r^. (mm*) 

cOT^^-;Ua. ^S2^6<l<0T7l'df-;PS. #c 
S8*1«S6«»T;P3^^*, ft*»2jbM6B<07 

*Ri;K6«>77WM'f-**, **»6JS1 0(1 

cor u 6^10 «o7 y -;k*4f ^ 

1 2fI^T7/Mf/M-3f>'g. &3IIU7!S6ffl<07/l' 
^i^/i^r:;^ ^ai^6lcor^3^fx^^ 

i«J:v>) , (fS7$y£«i. ffl*2Sr«>48 

iR$*UI§|-XW:#S$ro*: 1 Xtt2ffltf)«8arc!I8IS 

ham. v7V£. (ffiftSPl) 

Bmmm.bm<r)7>v*)vm. mm 
n%.6m<nT)va*i,m, vtmmT&emnTivu* 

tt, fij»S¥r^SiR£ttS|S]-X(iJI&^lX«: 
2»9iE8BrCB»3ft.TlvCt ) J;^) , ft3BR6BS 

i omnrv-A* (»ru-;w«i, «**ijb£6 

7 mm&mimmtLX ^xhx^) . sj^iop 
wrtmmk mwmmt, mm. w.mmmm^ 

m 6 ®o7/i*/Hk MSffc i fts 6 mnr^ * 



17bS9flO!»ft£-CfflftSitTVvtt,J:^) . 

r) t±s «a»i^s6fli<or;^;ua mr^ivm 

6tlor;l/^State$itT^Tt)J:V>) a>4>SiR3 
ftSF3-X»i#fir-»fc l?]m9m<7)WmX'WMZtiX 
HTfcJ:n) s K38ft6JiSl 0«<OTU-;U« <K7 
U **Ri;®6fltf>7/l*A<S. 

*i*B-0U*P*-jfc 1 7EE7<I<aBft£T1Bft3*tT 

m. Rx/mmn¥.iom<7)7v-ji>*ji>#-/i'm$: 

uyxitm-uyx'b&it&fyi. 

mnmmmm ammmmit. mm. mmRvvrnfrh 

fr^mtRZiim-ximtotz 1 m.4 m^mmmx- 
mmztix^xtx^) X'hiit&fa. 
nmm5]immi7b^3iztiux, m^u^m 

n*ofc 1 m.4 twMsmvnmttix^x t, ± 

<5>SS!3ft.4H-XI4»flrofc 1 X«± 2 <i^ffltat« 
*S*i.-CV^Tt.J:v^) , Xtt-fVWJAi (Bt-fV 

tlir^S7 ] H*«2BS6{Cie»<Oft^)<omhff 

[ n*Ji 8 ] mm 2m.e t,zimcn\ti?M<nm&m 

[it*^9] 3, 5-> J -tert-7f-;l'-4-hFD^ 
j/-n- ( 5-^f;HV^fy-yi'-3->f;i') ^ 

X7Sh\ N- ( 5-7u 3 t1-7V-)V-2-' - 
3, 5-y-tert-7f^-4-tFo*KyX7S 
h\ (2- (3. 5-i/'-tert-7f-/l/-4-hHo^ 
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(3) mi 003-64056 ( P 2 0 0 3 - 6ch4A) 



^yV'f )V7 5 J ) 1-7V-1V- 4-4 M lt@xf- 
/UXXr/k (2 - (3. 5-^'-tert-y^-;U-4- 
t Fo^i^y-Y^/UTS/) ^ 7 y_ /U _4_^ ;l/ ) 
;< S/if&xf-/l/X;*-f;k. 2 - (3, 5-i? 

-tert-7"f-^-4-t Ho^x^yy^^rsy ) - 
4 - 7 x x/uf-TV-^- 5 - ^/i-^ySifyi'X^f 

[W^JSIO] 3, 5-i/*-tert-7-f-^-N- ( 5- 
yntt'j vV-2--f;i/) -4-t ^a^^-KyX 
7SF\ 3, 5-x-tert-7'^-N- (5-^oo 
tf'J^'y-2--f )V) -4-t Ko*x7*7 LIST'S 
F\ 3- (3, 5-x-tert-yf-;U-4-hFn^i/ 
7i-;H -N-t'jy'y-2— f^rattfyrs 
F\ 3, 5-x-tert-7'^-4-t h'Ddfv-N- 
( 2 - t"D i^y- 2 -'f ;Uxf-;U) KyXTS. F\ 3, 
5-> : -tert-7'^-4-h Kndf-v-N- (2-£ 
— UVx.'f-iV) KyXTi Fs 3, 5-^'- 
tert-7>/l/-4-t Fn*>—N- (2-tfUv'y- 
4--f^xf-;u) FXl2:-?-c9ilil±ltg£*i 
■2>i&^L<tixXr/k 

[ti^JH 1 1 ] mmm mm io izimmt-gvnxiit 

$. 

1 2 ] n i nm. i o«ciesso^^x(±-e 

WiSa±|^$iil,Ja«L<{ixxr^^#*^l.lfllia 
(ST3PJ. 

[fl^JS 1 3 ] If^Jl 1 ft£ 1 0 tSa«)ft^BjXtt* 

[ffi$Q 1 4 ] H$3 1M10 tEtt^fc^ftXtt^- 
03PI±»*S*i4««U < {ixxf;l'S:^*tl)«8S 

immm 1 5 ] i t& i o(cie«ofb^x(if 

[00 0 1] 

i o o o 2 3 *«w«r s Ftt»*xiiara±Kp 

[0003] 



[0004] HBBB5 0-1 05 5 59*&». RftfB 
tCfcUT. 3. 5-v-tert-7*f-;P-4-t Fo^fj/ 
-N-e'Jv>-2--f;K>XT5F\ 3. 5-^*- 
tert-Xf-/P-4 -h Fo^f-v— N — t'J : J>- 3 -4 
/KyX7$H, 3, 5-x-tert-7*f-;P-4-t F 
D+y- N-f5>-*y-2--f;^>X7S F\ 3, 5 
-v-tert-7'f-;W-4-h Fo^y—N-f-TV-^ 
-2-4;K:xX7$ F\ 3, 5-x-tert-7*f-/U- 
4-tFodf-x-N- (2H-t'7 s /-;U-3-'f;U) 
<yX75F\ 3, 5->-'-tert-X^-4-t Fo 

df^-N-(i, 3. 4)^-r> ; r s /-^-2— rn^y 

XTSF, 3. 5-x-tert-X^-4-hFn=3fi/ 
-N-(4H-(1, 2, 4)M/7V-n—3--r/l<) 
^yXTSF. 3, 5-v-tert-Xf-;l'-4-hFD 
dfx-N- ( lH-f F^V-yP- 5-4 )V) OX7 
= F&V3, 5-^'-tert-y^-/l/-4-t Fo^fy- 
N- S vV- 2 - 4 )VOX7 S F* { l«5fr$^T 

s>. 

[0005] «BH¥3 - 2 7 5 6 5 7 #481. K&«fc 
fcWt, 3- (3, 5-v ( -tert-7*^-4-hFD 

jf^7xx;u> -N-ey^y-2-^;UT^yyuTS 

[0006] &H¥6 - 11614 3^>m. Wm\Z 
fcOT. N- ( lH-^yX-'f =^Y-;l/-2— 
-3. 5-^'-tert-Xf-/W-4-t Fodf^XXT 

[ 0 0 0 7 ] *fc N *»BB«0*S6^-C»4r 5 KflW 

[0008] #MK6 3-1 5466 3#^«. St^« 
(Cfc^T. 3, 5-^'-tert-Xf-/U-4-t Fn^fv- 

[0009] tmm 3- 1 3057 0*&«. K^H 
{Cfe^T. 3. 5-v-tert-Xf-;U-4-h F'Q^j/ 

[0010] - 2 5 8 1 9 9^$B. WJkWZ 

fcV^T, 3, 5-v-tert-X^l/-4-h Fndf^ 
>-XT5 FIBSftA^SftTV^tf, -eo^ffltiiSn 

[00 11] 

[%BB**flf^LJ:3fc-rSillS] *5H»^«, 3lv^ 
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m. mmm. mm-sim. nmmm. zmmm 

i o o 1 2 ] *%mt. mm. mm. mm 
ism (mummm. m. mm%) . amm 

(gestational diabetes mellitus: GDM) , gUMMM 
fiEflHf (polycystic ovary syndrome :PC0S) Wio^ 

[00 13] 

< i ) Tia-aw ( i ) 

[00 14] 
[£2 3 




[0015] tat*, Rtesnmi ommnmmmm 
(tmrnmrna. mm. wma.wmire>m&iii 1 

h n-xnm oitiM9 mnwmx-wm s tix n 

TfcJ:^) Sr^U XJiH&i^ 0aSR2JS5ffl*>7 
/l^r - ^ yXliaHRR 1 JbS 5 dOT ^ df U y £ * U 
Yli**S£. 2 ftS 5 m<r)7)Vy-\s yx&m 

mjb^m^ri^uy^-r. ] x-ithztintG 

«0«i*oaSi±flF»8*i«Wft<ttx^^. 
[0 0 16] («MMIa) tt. **RlJlS6ffl«>7 

2^M6<iOT/^-;^Jf^a, «*»3^>S61B<0 
6 J!j3E 1 0 fflc7)T 'J DSISft 6 

si om^ry-A-*^*, 08RR7j!>£i 2(icor 

& fc^ij^lf^i^/i^/u*-/^ 
i^S6fflk07/U3*i/*;i'*-;u«, £«iit6JbMi 
0fl<O7'J-/U*^if-/PS (JJl±OS<±-f-^t, am 

Mf/9*»4>jw?s*i* mm 1 3(i^siistiae$fL 

(i, M&£S¥r*^iH*KSftl>Pl-Xt±#l&o*:lX<;j; 
2fflOWa-C!KASiVOvCiJ:^) . 7S/S (II 

fclX(i2fflal!MfrC1B»3*i'OvciJ:v>) , ad 
yvMi 1 . */MMfv7HS % -ham. : s7sm. w 




) S32 003-64056 (P2003-6v>I 
?KS?S . 

[0017] ™»3¥/9 ) tt. 1 Tbm 

6«07;^;p», IWI8SiJ'bS6»07/U3^>'*, 

fflPF, 75 (IS7SySti s HASff r*6HK3 
#14 H-XU»fir->fc 1 Xli 2 IH^IBftSTiBftSiiT 
wCiJ:v>) , 1WBR6^1 OfflWJ-zUS (1£7 

mmmm(>W7)7>wv&. mm 
nm6mcD7)n*~>m. &.v>\ayys&frt>XR% 
tii w\-xim% o i nm 7 mcowMmx'MMZtix 
^xi>t») . 5T}miom<ommmm mmmmm 
a. mm. mmmm.m^--m.^tih 1 nm*®^ 
Tvfctt-tx-. m^mmemfr>7^jum. m 
mm.sm?>7)\>zi*ism. Rw^yym^^m. 
m$tim-xim%-?t:mm9mcDWMmxw&z 

tlX^Xi>£^) . *])VX*is)l,m. -Yum. RVis 

[0018] (smmmr) a. mmnm6mco7 
)\,*)vm (ttrn*n*Rt* mm. wst&xfi&tfrbm 

m. W7$;m m7$;mii. H-xttj»-»fci 
x« 2 mcomw i T}m6m<7>7)u*ju&?SMZtix 

vvtt>J:vO *»taRS*iSH-X(4S=flrr>fclBM9 

0|O7'J-;H (H7U-^i. U8HR1^6ffl 
<07/l^;ua. K3SRlJ!iS6ffl<07^3dfyS. 
^u^K^*»4,j»f?S-h.SH-XI4S*ofc 1 JiM7 

2m<r>7v)v*)vm (wc77>v*)vmi. mmwmm 
bm<n7)v^)vm. m.mwmmbm<r>7)vn^^m. 
RW^yyj&?frt,miRztihm--xi,m%~>tz 1 ^ 
si 7m<?>m.®mx'W®2tix^xh£^) . mmi 
jbmem<?)7)v*)\,i])vx-)\,m. mmmmi 2m 
<7)7?)v*)vtu\sX-)vm. Rvimmnmi omco 
7 0 -ivin^-jvm^-t. 
( 2 ) ±ie ( 1 ) \zaux. xtf^uy. Ytfiffis 
ximmwi 1 nm 5 wnrfr* v yx-h h its®. 
( 3 > ±e ( 1 > \z&^x. xtfmz-s. Ytfx+uy 

(4)±IE (1) Jbm (3) (CfcV^-C, R**5BM6H 

*»<5>a« $ til H-XHJ«r -7 1 JbS 4 fflomUfi? 
( 5 ) ±IE ( 1 ) Jbm ( 3 ) KijUT, R#t'J v/US 

f>2lfK$ix«.PI-X{i:S : S:o^ 1 Xli 2 l^ffimaT'l 
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(5) ^2 003-64056 (P2 0 0 3-668A) 



( 6 ) ±ie ( i ) m. ( 5 ) fcfcwt, Rtfwmma 
( 7 > ±12 ( 2 ) m. ( 6 > KEttaflteHKoaraj* 

( 8 ) ±12 ( 2 ) < 6 ) fcKaofc^ftaBSJ* 
§$*ll>XXT/k 

(9) 3, 5-y'-tert-7f-/l—4-t Fo*x-N 
- V*+rY-)V- 3-4)1) K>X7$. 

F\ N- ( 5-7v^7V-)l'-2-4)l) -3,5 
-v-tert-7f-/U-4-t HD^rvOXTSH. 
(2- (3, 5-i"'-tert-y?-/l/-4-t Fn^S/^ 

)V7 5 7 ) .f-TV-zl'- 4 - 4 /lOBfflgx^/UX 
Xr/k (2- (3, 5-i'*-tert-7>/l'-4-tF 

J fWSyii|If;l'XXf/K 2- (3, 5-i^-te 
rt-7>/U-4-t Fo^x'Cyy-f/l'TSy) _ 4 _ 
7 xx;Pf-TV-;W- 5 -rt/PtfyKx-f /Ux*f /WX 
«*<0SIBlxflFS$fl4^ L < {4x*r/k 

(10) 3, 5-v-tert-7*f-;U-N- (5-70* 

try yy- 2 -4 AO -4-t Fo^-y-^yxrs 

F\ 3, 5-y-tert-7*f-/l'-N- ( 5-^nnt'J 
x'y-2— 4/1-) -4-tFo*iyr?y/l'T$F\ 3 
-(3, 5-y-tert-7"*;l/-4-t Ho^7s- 

/k -N-try :/y-2— -OWTDtjj-yrs F\ 3, 

5-v-tert-7*f-;P-4-t Hadfx-N- (2-fcT 
U-»-2->f;UX^-;U) 'O-XTSF. 3, 5-x- 
tert-7*f-A-4-hHndfx-N- (2-t'Jy>'- 
3— f/loCf-/k OX75. F\ 3, 5-v-tert-T* 
f-/U-4-t Fpdfx-N- ( 2-tTU v>-4-^f;l- 

<{4xxf7k 

(11) ±12 ( 1 ) JbM (10) fcKtt<afc£*Xli* 
oa@I±flF*3;h.4*8 L < I4xxf- /U«r*#** B 

(12) ±12 ( 1 ) TM (10) KBtt^flS'&ftXtt-f 

( 1 3 ) ±12 ( i ) m. ( i o ) izamcoit^xm 
xvvmmzmm. 

(14) ±12 ( 1 ) 7® (10) KE«tf>fc£*XUt* 

( 1 5 ) ±12 ( i ) m. ( i o ) izimvit&mxte* 



[0019] *#DKc*svvt r §f^ K»aWK(W»fe 
iM^$ni» lflS4IHO'v?nfflC?«:-Srtf57!;£l 01 

£17^4 mti 5 AM 1 0 *«SS«T'S) 0 . Witt 
7 y/k fx-;k tfoy/k 7-tftx/k f^/K 
/k -fS/yy/k **-fryy/k -fy*WJ/k f- 
ryy/k -rvf- ryy/k 1.2. 3-^-t^ry 

'J/k Fyr/'J/k rh^yj/k -f-rvrVJ/k 
f?-;k try y/k try^'x/k try Sv'x/k f 
yiS-)W±oK%mfflmmk. ftZtolrtyxjk 
f-tft/l^yx/k tToyy'x/k £oyx/k -f 

yy^x/k -f s^/ux/k t^yyvx/k tr^y 

yx/k t^y^k t'^v'x/U^&ityK^SM 

aBRaa^awwK* 1 < uz&izMjtztitzmmf 

hZttfX'th. ttz. ±12 5 1 OSHSSSSj 
14, 9H<m^MbmiLX^Xhi:<. MW. <fV* 
y/7 5x/k ?oyx/k ^Ifyrx/k 71^^ 

f-fx;k -fyny^x/k -fy-ryny/k -fyny 
/k 'fyr/y/k 7* yx/k ^yjyx/k -fv^y 
y/k ^yy/k 7^7v-;k 773-yyx/k *y 
dMfyx/k jf-tvyx/k ^/k-cyy/k /fr/utfyx 
/k y y-/k 4 v-f y f y x/^i a w 

[0020] Riz&if mmmmt, muza* am 

b h 1 MS*-, IWfJRWttSatJK^*^ 
TVT t, i O 5X(4 6 «H£Sg«T* 9 , jE«C«fiStC(4 

t?yy/k -fvwjA', f-ryy/k av+t? 
y/k Fyryy/k rF^yy/k f-r^ryy/k 
ty^/k ty^'x/k h-ysvx/k tf?^-/^ 
± 3 ^r#ttffifl»ai-rib 0 , »tff iiic«4 1 y ^/k 
f-7V y /uxiir f 7 y y /u-c* 0 , i 0 R(-ifji{c(4 
tyv/uT'&i). 

[0 0 2 1 ] atftftCiSVvt. r ^15:2^551^7 
/I^T-xuyj t« s ^*Mi l 5:2ffl^M5lW1-|>fiiS 
«X(4^iS^r/U^xu>'«-C-*) , 9, Witf, if 

-uy, 2-rn^zi/k 1 -yf-/i/-2-ro^- 

l/>\ 2-^f;l-2-7D^l/k 2-Xf-/U-2 
-rn^-l/k 2-7f-l/k l-yf-^-2-7 
f-l/V, 2-y^-/U-2-7TXlxV, 3 -7rXU 
1 -y^-3-7rXUy, 2-^^-3-7 
f-i/y, 2 -^yrxuy. 2 -yf-/P- 
xvy, 3 -^yf-v>, 2-yf-/t'-3-^yT- 
w-y, A-^>T--vy^mih^ti^X'%h. xmf 

Y(CfcV^Tt4, ifiS{c{4«#i:27 , jM5fl^iI0[<7)T/U 
yxl^yS-C'S>'5, g{c»a{c{4xrxl^>t'$)l>. 
[002 2] *»BBK*JV^T, r ^S!lJl;S51^T 
/^uyj fc(4. DHRflt^lffl^SSffl^tftlMH* 
^^SSt^T/U^VyST'*) 1 ?, >f-U 
>\ ^f;Mfuy, xf-py, rotri^y, Fyy^- 
vv, rF^yf-uy, 1 -yf-/PFyyf-uy, 2- 
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(6) M2 003-64056 (P2 0 0 3-6JA) 



#ata* + v v xax* u y-r* o . secffastax 

[00 2 3] *%mzt$^X, rft*Rl7bM6ffl<07 

/k rntT/k -fvrnt/k 7>7k -fVT'f-yk s 
-7^;k t-rf;k^f/k l-^^y^;k 
2-*f7k/f-/k 3-^/k/^/k 1, 
^rne;k i, 2-y>f-/krnt:;k 2, 2-^ 
f;^7nt:;k 1 -xf;l/ro^;k ^*^;k 1 
?-/i^y^/k 2-*f7l^yf7k 3-^f-/i^<y^ 
;k 4-*?-;i^yf-;k 1. l-^fvi/7^/k 

1, 2-^f-;u7f-;k 1, 3-S^fvk/^/k 

2, 2-^^/k/f-yk 2, 3-2/>f-^yf-/k 

3, 3-S^f-/P7^;k l-xfvk^/k 2-xf- 
/i^/k 1.1, 2-HJ*?-;krne;k 1, 2, 

fifatfewea. #afca*?-;k xfvk >fvrntr 
)vx\± t - 7 we& 0 . set* sta* ^t$> & « 

fcwca. #Bfca*f7k x^/k -YvrottWUi 

[0 0 24]*»^T, rRJBRlJbM6ffl<D7 
ta. ^R^lfli»£6flm-4«« 

Witf. ro«y, 4V 

t-yh^y s ^yf/I/«y, l-^fvk/b^v. 

1, l-^fvkrasi**^' 1, 2-^*/k7'o?K 
2, 2-^^7X^*1^ 1 -Xf-/k7'n;tf 
M^M-*^ 1 -*?7l^>'f7fct*5<\ 2 
-;*^/!^y?vkt*>\ s-^/i^yfvkt*^ 
4-**vl^yf-/fct*$'\ 1, l-i/X^/k/h* 
1, 2-^f;^h*^ 1, 3-iS*Wfh 

2, 2-is*W7h*>> % 2, 3-if*f-fr7 
h*>\ 3, 3-y^f/^b^y, 1 -x^/U7>/I/ 
;t*v. 2-xf-/U7>/k**x. 1, 1, 2~hV* 
f-;krn#*i^ 1,2, 2-MJy^U7 8 ntf^x£ 

a*sar;P3*^36T*o. strata* h*^ 

xb*xXat-7h*^T'£S. 
[0 0 2 5] *»Hflt*JV^. r ^&27®6fflc7)7 

ttxa^ttfi«<or;w^x;us-c*o. «itf. xf- 

;k 1 -To^-;k 2-7 9 o^x/k l-^/U-2 



-rn^-/k l-^f^-l-7D^-;k 2-*f- 
/P-l-ro^/k 2 -> 2 -ra^-zk 2 
-xf^-2-rn^ik l-yf-x/k 2-/f- 
;k l-^f)H2-/f-;k l-y^U-l-Tr 
x;k 3-^fil/-2-7r-/k 1 -xf-;t/- 2-7 
f-/k 3-yf-;k l-^f^-3-7f-/k 2 
-^f;l/-3-7f^k l-xf;l/-3-yf-ik 
1 -^yf x;k 2-^yrxyk 1 -y<f-/i/-2-^ 
yf-;k 2-^f^-2-^yfx;k 
yk l -^W-3-^yf-/k 2-^^;u-3-^ 
>t^k 4-^yf^k 

/k 2-^f^-4-^yf^k 1-^-fex/k 2 
-'vfr-trxyk 3-^-fex;K 4— Nif-fe— /k 5- 

as #5Sta^l!c27 1 jM4<@OtS«7;Uy'X;«Tfc 

So 

[0 0 26]*JHBfcfi^T. rfla*2flM6»>7 
;U*x^gj hii. K*H^S:2fflDbM6ffl*r41ta 
«xa*tt«*cor;i/*-;u«T*9. ^Jttfx^x 

;k 2-7°ofx;K 1 -^f-;l/-2-7 , ntfx;K 2 
-^f*/U-2-rntfx;k 2-xf;l/-2-7D^ 
;k 2-7>x;k 1 2 -""/f-x/k 2-* 
^-2-rf-xyK l-x^;W-2-7'f-x;k 3- 
7^x;k *■/!/- 3 -7f-^k 2-**;k-3 
-7^-/k l-xf-;P-3-7^x;k 2-^yf*x 
;k l 2 -'O'f-xjk 2-^^)1-2-^ 
yf*x;k 3-^y^x;k 1 -,X?7!/- 3 -"^yf-x 
;k 2-*f-/P-3- / <yf-x/k 4-^yf-xyk 1 
-^fvu-4-^yf-x/k 2-^^-4-^yf-x 

;k 2- / \= 3 rd/x;k 3-^ry-x/k 4-^y- 
7k 5-^^xy^j;o^^a27 1 7^6<acoa:iSX 
a#ft«7^X7^£W h Z. t £ . ffiSSSf 
atSV^It ffiitaKKft 2 7S4»)««r/Wf 
x;l^T*>l>o 

[0 027] *JKHlCj3V^T. r^^6^M10fB5: 
tthTV-ivms ha. «itf. 7x^/k ^7f-;U 

sassrtfcv^a. *atii7x^t*i. 

[0 0 28]#3fcEfci5V>T. rjfSKK7Jb£l 2fl£' 

tt^77/^^ij ha. jje rru-7PSj * 5 iuia 

i/;k 7**f;k 3-7x^rnt;k 4-7x- 
;U7*f-/U. l - 7 fvM f-;i/Xt± 2-^7 

[0 029] **PJfcfcVvt % r^^3jbM6fl$:* 

S6*i&ftSTObK^SrS>*9. Mitf. y?orn 
hVk x?u7f*/k i^^n^yf-;k y?n^y^ 

i*i«:tm.4. JHfta»«t*$v^a. #at 
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[00 3 0]**^fcfeV^t, f^Dyylfj fctt. 
[003 1] *fkmzin\X , Rtt. ffigCii 1 ftM4 

spa frhmsi ztii n-x\*m%^iz. 1 p>M4 mm. 

mX'WMZtiX^Xl>£^) X'h*), KCffMfclie 
E-XteH&o/c 1 BM4 ®coM.mX'W.®ZtiX ^X 

-milStiTV^T(*J:vO Xte-f h5V'y^£ (Krh 
[0032] *JMJC*iVvC , Xtt. 

jiT-i-yxit^i-uyx'h'o. %.izftmwim£x- 
[0033] *muzt$^x . Ytt. 

* f-i- yXJixf- u yr* o , JSfcSf miziim-SX-h 

[0 0 34] WJfKfcWt, WHHSa^aiJRSft 

[oo3 5]*»«hic*jv^. woSisa^aMRSft. 

*£ii. SfjiWi**Stl^M6(S^*-r?»7;i/3^^ 

*fmx\tiiivx*is)\>mx'b o , stcirafci^;^ 

[0036] *JWIfcfcvvt, HA£8r*»?Sft3*i 
5»{±. if®(c(i^^i7 1 j^41^*-ri,7;^;ua 
x\mm.7Tbm\ iwt^-thrv^ivmxhh. 

[0037] immmi-m, ( i > **-r i>7s f 

AnyyflstelMWNS ; «K8L fflttSINL SSKig. 
$S«lc7> J; 3 ^rifitraHS ; ^ * y>w* VIL h 'J 7;P 
tfo^y^M^ylL x?yx/U*yi&oJ:3$r{&fi 
7rt-# yx;P*yiSc75^ ; <y-fc? VX)V*vm^ p - F 



7-?-;h& ffi^K. ma. tw^il >jy=f 

3A?i, iyT)\sM. rxaiVVy 

¥LSL ^3>», ^xy&^Jro&^l/tfyl^ 

[0038] WC. mSHSGK ( I ) W47S HIS 

itf'Jf">A» -J-hy^A. ^y?A<Oj:o^7^y 

# 4 . ffiMcttTTkft V&W2Vt>i. 
[0039] *1&lnWBH8sli ( I ) $r*-tl»75 H 

tm#x\ mnzft^xm£m®zti&xz7-Mzt 

leHSiC ( i ) i^thri mmfttitix. mm 
izmzti. mm±%if}dit>ti&i>ox'htiimm 

[0040] *mmB-m; ( i ) £#-t67$ h 

h y 7;P^^y;P»cJ: Ol^^^tv^t t 
<fc^) , ^SS771jM1 9ffl?:*-r477;W= 3 f^ Dt 
SR 1 JbM 6 fflSr*-fl»itt0«« L < (i^ftiS«c7)7;P 

fftt£ l < li^cantt^r/^w*, i j^s 6 <i 

^-;p>j-4f ^«tjB« LfcftJHS 1 5 fflS-^-r^it^ 
*^fU<tt^«a*OTy^;u«» ^#l!c5^S7ffl?: 

mm.5 mzwiwmm i < mmmr/i>* 

*}ux-j\s**istfmm item®. 1 nm 5 mm-rz 
mmm 1 < tefttrnttor**^ m& & m. 1 
0 ffls-^rt h 7 y -/u^y^-K- /i/^-df ^bia tfcft* 
a 1 am 5 n**r*4 mkws 1 < \±%mwr>7)\,* 
Mb. mmem.1 0 7 y-zM-*^*^. 
^- ;p^df Ltzmm. 1 t^m 5 ffl^^rrim 
l < i±Msm$?>Tfr*Mit. 5 mzwmt ix 
m®. 1 nme ®zn?zwmtf% l < amm^cor 

[0041] zzx\ &mmjbm6®t:iii-z>mmtf. 
r 1 7!)M4 m&rtiMBW&i 1 < mmw.<r)7i\,* 

lumxh'O. jS(c»jStc(i>f-;w, x^ N 7*Dt;k 
\Z\tX+)VX\i^)VX'bh. 
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[0043] mz^ti is?uT)v*)i> 

*is>ix%h. 

[0 0 44] mm?&\ omttt&TV-jumt 
[0045] #mKc^AT>m&<?)mmt ix&. m 

£ti:;rff-yk x^-yk TntVk ^fVrnbVk 7> 
yk -Yy^f-;k t-7>yk 'OS/yk T-th*^* 
fvk 1- (T-feh^v-) x^;k 7°nt°;*:^M-*v 
;*^yk 1- (Tnt^xyM^S/) xfvk yf-uyu 
**>>j*1-jW l- (^U/k**^) xf-yk ^fyr 
^U/kt^S'^/k 1- V^f-Uyl/^v-) xf* 
yk A'l/'J/W^f^K 1- (AWJyk**^) x 
^yk -f VA*uu;U5f#S/^f-;k l- (^fVAvy/p 
;t*^)x?-yk f^'n^^Jrv^^k 
o>fyM-*sO xf-yk ^ h^r^y^-yP^v'^^ 
yk 1 - h^r^y^-yp^v) x^yk iK 
x#yW#xyl^*x.X^yk 1- (xh^tfyktfxyl, 
^^)xf-yk rn^i/^ykifxyl/^^^yk 
1- {7uX*i/J])Vtf.-}V**i<>) x-f-yk -fVTQ 
^^y^xyu^^-^yk l-(^V7 0 n^>- 
#yktf-ykt^) Xfvk 7>*v#yktfxyl^:> 
*f-yk 1- (T'h^-x^yl/^xyi/^i/) xf-yk >f 

yyh^x^y^xyi/^^^^yk i-(-fyy>* 

S^yUtfxyU^f >-) xf-yk t -7>^v#yktfxyU 

^S/^f-yk l - ( t-y>^^yu^xy^^i/) 
xf-yk is?u^>?>X)VX-}V**i<>X+}V^ 1- 
(x?u^y?y#ykKxyi^=^) xfvk 

tfyk^xykf*^) xf-yk x^o^yfvkt* v'tfyl' 
#-yk*^;><f-/k 1 - (;/?^^yfvM-*>';$y^ 
;K:lykt*:/') x^-yk v^n^xyl/^S/^yU^x 
ykt^^fvk 1 - (i/^n^^^^/i^ifx 
ykt*^) xf-yk ^yy^yu^^^yk 1 - « 
yV4)V**i/) xf7k 7x/*^yktfxyM-^x 



X Y 



;*f-yk 1 - (7xy*v;*yktfxyM-*^) xfvk 
(5-^yu-2-;**y-i, 3-^^yuy-4 

[0046] luianK^ ( i ) **-r*r s 

[0047] WC*»^KfiViT. ^*rtttJV^TftiM 

S3h.r«riBHR* ( i ) Sr^rtsrs HWift. 

J) I) c 

[0048] *#H«>, fBEHR* ( I ) 7 

[ 0 0 4 9 ] JjnF«5* 1 fcfcwt r - j J4*!££ 
S\ i"Mej {AX*/HS«\ f"Etj ttxf-/W*fc» r Phj 
<47x-/L-g£. r Bnj Ji*cys;/WS£, rt-Buj ttt- 
7f7U36«\ r Pyr(2) j (i2-tU^>*5r, rpy Z (2) j 
(i2-f7x>S$r, rjhiz (2)j {42-f-7V'Jrt*«S\ 

rpyza(5)j (i5-t9VU/U«*, ririz(3) j J43-4H- 
b»7YV)U&&. rTez(5)j {±5-lH-Th7 s /'J;^ 
fc, ri»x(3)j 143-4 V*-*yy>WS£» r Pym(2)j 
(42-t'J S . rQ uin (2) j {42-^7 U;i/» 

*, riQuin(3) j {43-4 7* y»J;U*fc*#l-Wliirr. 

[0050] 

[<b3] 




(D 



[0051 ] 



R 



1 - - 3-Me-Pyr(2) 

2 - 3-0Bn-Pyr(2) 

3 - - 3-OH-Pyr(2) 

4 - - 4-Me-Pyr(2) 

5 - - 5-Br-Pyr(2) 

6 - - 5-I-Pyr(2) 

7 - - 5-F-Pyr(2) 

8 - - 5-N0 2 -Pyr(2) 

9 - - 5-NH 2 -Pyr(2) 
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10 


- 


- 


5-(3-Pyr)-Pyr(2) 


11 


- 




5-(3-Quin)-Pyr(2) 


12 


— 




6-NH 2 -Pyr(2) 


13 






2-Cl-Pyr(3) 


14 


- 


- 


2-NH 2 -Pyr(3) 


15 


- 


- 


6-Cl-Pyr(3) 


16 


- 


- 


Pyr(4) 


17 


- 


- 


4,5-di-Me-Thiz(2) 


18 


- 


- 


5-Br-Thiz(2) 


19 


- 


- 


4-C(=N0Me)C00Et-Thiz(2) 


20 


— 




4-Ph-Thiz(2) 


21 


- 


- 


4- (3, 5-di-t-Bu-4-hydroxyphenyl ] 


22 


— 




4-C00Et-5-Ph-Thiz(2) 


23 


- 


- 


5-C00Et-4-Ph-Thiz(2) 


24 


- 


- 


5-Me-Isox(3) 


25 


- 


— 


I sox (3) 


26 


- 


- 


5-t-Bu-2-N-Me-Isox(3) 


27 


- 


- 


Pym(4) 


28 


- 


- 


Quin(2) 


29 


- 


- 


Quin(3) 


30 


- 




iQuin(3) 


31 


-CH=CH- 


- 


5-Br-Pyr(2) 


32 


-CH=CH- 


- 


5-Cl-Pyr(2) 


33 


-CH=CH- 


- 


5-I-Pyr(2) 


34 


-CH=CH- 


- 


5-F-Pyr(2) 


35 


-CH=CH- 


-(CH 2 ) 2 - 


Pyr(4) 


36 


- 


-CH 2 - 


Pyr(2) 


37 


- 


-CH 2 - 


Pyr(3) 


38 


- 


-CH 2 - 


Pyr(4) 


39 


- 


-(CH 2 ) 2 - 


Pyr(2) 


40 


- 


-(CH 2 ) 2 - 


Pyr(3) 


41 


- 


-(CH 2 ) 2 - 


Pyr(4) 


42 


-<CH 2 ) 2 - 


- 


Pyr(2) 


43 


-<CH 2 ) 2 - 


- 


3-Me-Pyr(2) 


44 


-<CH 2 ) 2 - 




3-0H-Pyr(2) 


45 


-(CH 2 ) 2 - 


- 


4-Me-Pyr(2) 


46 


-(CH 2 ) 2 - 




5-Br-Pyr(2) 


47 


-(CH 2 ) 2 - 


- 


5-Cl-Pyr(2) 


48 


-(CH 2 ) 2 - 




5-I-Pyr(2) 


49 


-(CH 2 ) 2 - 




5-F-Pyr(2) 


50 


-(CH 2 ) 2 - 




5-N0 2 -Pyr(2) 


51 


-(CH 2 ) 2 - 


- 


6-NH 2 -Pyr(2) 


52 


-(CH 2 ) 2 - 




Pyr(3) 


53 


-(CH 2 ) 2 - 




Pyr(4) 


54 






Pyr(2) 


55 






5-Cl-Pyr(2) 


56 






4,6-di-Me-Pyr(2) 


57 






Pyr(3) 


58 






Thiz(2) 


59 






4-CH 2 C00H-Thiz(2) 
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60 - - Tez(5) 

61 - - Pyz(2) 

62 - Pyza(3) 

63 - (l,3,4]Thiadiazolyl(2) 

64 - Triz(3) 

65 - Pym(2) 

66 - Benzimidazolyl (2) 

67 - 4-CH 2 C00Et-Thiz(2) 

68 -CH=CH- - Pyr(2) 

69 -CH=CH- - 5-Cl-Pyr(2) 



-LIES*. W&ttl><nkLXii. 1.2.3.4.5, 
10. 11. 12. 13. 14. 15. 17. 18. 1 
9. 20. 2 1. 22. 23. 24. 27. 28. 2 
9. 30. 35. 36. 37. 38. 39. 40. 4 
1. 42. 54. 55. 58. 6 0&X/6 7 £ £>Jf 
SfclClftBlcUU 1. 5. 13. 2 3. 2 

4. 28. 36. 39.40.41.42. 54. 5 

5. 5 8. 6 0&V6 7Vt>*). Wfcffilfctt. 5 : 
3, (5-yn^tfUx> 
-2--T/U) -4-tHn^r^yXT5b\ 3 9 : 
3, 5-^-tert-y^-4-t Ho*5/-N- (2 
-b t 'Jyy-2-^f^Xf;l/)\yX'7S h\ 40: 
3, 5-^-tert-7 r ^;i/-4-hKn^r^-N- (2 

-e>J>?y-3->f;Pxf-;p) ^yX75h\ 4 1 : 

3, 5-x-tert-7 r f-;P-4-bKo^r^-N- (2 

- tryyy- 4 - a ) Kyxr^Y^ mf, 4 

(n) (ni) 

[0055] itex^-A*. r. x. Ytmai, 

[0056] UlT, Xdf-AtoSSiWi-*. 
[00 57] (XJf-Al ) ^X^-AtiSftcDfc^ft) 
( I ) fcSi&tSlST*'}, 3FS§ffiWW+, *WI 
s, «^PJw#ftT, */P#yi8B (in svrsy 
■ (III) £Rl£ZitlZbizi:r>xm&Ztl&. 

[0058] mmznmm±. zmzmwitr, 
/ v*-»r>\ ^r?>n£ 5 ^'x-t-^x- 

on^^y, ^dd*;W, 1, 2-v r ?onx;?><7) 
i o^NDyvTObK^a, 7-fe hx h U/k 7Dt 



2: 3- (3, 5-v-tert-7f-/l/-4-t h'odfv 
[0052] 

mw<onm<mmi ( i > £***7 

[0053] WWB5 0- 1 05559, 
3-275657, #M¥6 -116 14 3, ^MK6 
3-1 54663, «fBBB63-l 30570, ttRPP 
7 - 2 5 8 1 9 9 (VUmizm tX Wttl £ i: *> T* 
5. 

[0054] 
[ft4] 




ft 1 ), SlctfjatJix-x/HB-CftS. 
[0059] ffiJB$*l.*«KNffltt, rt/W** HWHfcfc 

X^yly'If/KDEPC), i-xf-yp-3- 
( 3 ' - ^ f-n-7 5 y/o hVU ) S HJStt 

ig(WSC) , N, N' -j'V?0^f:/'/l'#;l'#>M 
SK(DCC) &fc>W£<I2:#T'#, SaWis^ 

[0060] ffiffl? iii. WffiSS(±rsyarS)0, 0y 
oe;u7Sy, hU7^7$y, x-f vrotr/uxf- 

^'y, fj^'y, 4-eniJyyf'Jyy, frJ'Jy, 
4- (N, N-i^A7S/) tijyy, 2, 6-i? 
(t-7f-;U) -4-^f-;H^»J-», N, 
N-^f-;U7x<jy, N, N-iy*xf-;U7x>J y, 
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1, 5 -*JTf t'isfa [4. 3. 0]yt-5-xy 
(DBN) , 1, A-VTf t*v-?n [2. 2. 2] * 
??y(DABC0K 1, 8-^717-* t'^D [5. 
4.0] -»f*-7-iy (DBU) ^iWS: 

fc* s T-£, #ii«c(2hyxf-/i'7$>\ ^vrohvu 

[0061] asa^ - 7 mmm 
mm &) x-h*). »iiwio-c^s»DST um-m 
x-hh. 

[oo62] im^m. o . s^mn^mm-h 

ttmiziimmTis.1 o^mx-hi. 
[oo63] Kmmim. mut. mmt. wmx^v 

[oo64] ne>tvkte&mni, m%uz , 01 

tcL, Oi^g£Bk£-f & ^ (C i -o t , «JW*i 

[0065] ttft8*i*M*xa % a*, ^rnxM-mz 

yW&m, >W?J4l. 5*--***, KfbS 
*>!>. 

[0066] fltfflSfL4»«tt, £Jfc£fflSi«\ ffifc 
WJt* JSSPtS t> ^T'fttLlf #l:RS^{i=5ro*t, * 9 J 

77V, ^t^^id&x-r;!^!, KSOJ:^^ 
MMt BM&x^/KO J 3 fcxx-f ;l*#*Jf 4 £ k # 
X'% . iffiiK{^^y-;PT-*>s. 
[0067] rafcfijsii. gg^sMT <f£ffl7§$co 

[0068] KJCfifSJi , 0 . 5 Wfd^M 2 4 tiffiX-fr 

^t, mitiitovRmm&x'mmziit ztt.ii® 
it. ( i ) ^R^mmm^^Lx^it^k 

[0069] ttffl^^iWKIi, M®. 
vV^jKX'hh. 

[0070] mztimmteitsmmmizm 



tw^hnx-biximizmfeitt^w. tmizust 
mt h y «7 a, y *7J±<7)i. 3 &7/i^ y 

[0071 ] ^3ft*»WttEJE£Hl#«-f , LB^fe 

^'J >Kh U 7 5 K»«t 3 =5:7 5 K», i/*xf-;PX- 
r/k f h5tKn7?y, VH^Vtot. o&x-f 

nmmmx-h o , mztmutT h 5 t h a 7 5 

[0072] RJSiSgti, g?S^)MJn?ST ( flyfflffl&O 
[0073] Ri5B#^(i ,0.5 BflSinS 2 4 ^Bf* 

#ai=iii^isubM5«iBrcft&. 

[0074] *^^-AfcJ3V^T , gfiWfc£«J<0XA*7 

Wfi/^ft^m, fl:^ ( i ) <ox#z«safc# 
[0075] («ffl$a4fti!^(i, a« s tmsj&imiz 

mZii&t><r)X'3>tili. 1*tRRjett*v^, Witf/t 
a^x'^AI. K£S 
A, SAH, D^A-Rft7;W5xt7A, h'j7i- 

Aitw I. ci t tin- * , y^nosT 

[0076] ffiffl$ai»?§^](±, RKSrH#^. ffi% 

mnmmi-z ^(ox-htumizmmt^^, **j 

-;K z.9J-)Wik 3^7^3-/1^, f h7tKo 
77V> x^ir^Oi^^x— r;H®, PSOi-?^ 

mm. mk^iwi.y%*XT)vmmfhz\kit 

X%, W&\Z\t*9 J-)\sX'hh. 
[0077] RiE«aSI4, SfflJbSmzST (ftfflSFjKW 

[0078] M)£B$ra(4, 0 . 5 4 ^HT'S) 

o . wmzxx&ffipm. 5 ^PbIt-J) & . 

[0079] *m&>mir~m. ( I ) ^#t*75 H 
SSSIft, ^^a±i i FS$^l»ts&U r ^^xxr;W±, 

n*<?)MBT&5-zti&. t^^mkixitmzm 
mt%<. &wmmm. jmw>«. &mz<om& 
ft. m&(r>ng.mzmtxm5£2tiz>. mmmt a 

^m^<oweikw^txnmmk^ti. wziMm 
izfoix&m-mm. m. &Tti<ammk5- 

[0 080] ;ii^«)#ma"jji» jiHSKft-j-ciaKt 
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mm. m^m, mmm, mm, ®m\, mmm, 

[0081] %mmmizj£&-?&iz®>ixii, &#t 
txz<r>mxi&m&ani>v>zfc<&mx'Z, mm 

r. Jub'omm. mm. -eyy-ymm. a/wwps'.x 

mnwwmm. mmry^^^m. y^o/u 
mtr h ij *rj*&»mumm. y. mm> 

. ilf 'J xf - u y / U a -A^SoSS^aWrT' 

s. 

[0082] *JB<0J8fflW^S»t6fcl6LT«. ffltti: 

ixz<?>mxi&m$a<r>i><o*&<mmx'%. mm 
xzm, lift, mm. wimmm. 

V. 9)\>7m<Vmm\. 77t*7=f.£*. hytf>h 
m. ^y&y. x.?S-/\&0M£m. yS.1-yy#y 

ry^mmmmwmx'* i. 

[0083] mimBizffl&t&izmixu. tmt 

ixzmmx-mmmh^fKKmmx'^. mm 

[0084] atffflfc L-C««$fl4»-&KU. »0P]*J 
it^WWIiiSMSfu B.ojtL»fc*3*-ca* 

^&i>co*-kx&mx'%. mm*, x^t-r^a- 

/k rntuy/yn-/k xh*Hfc4y*T7'M' 
7/un-;k ^'J^yW yxr7'J/U7^3-/k 
i/xf-uyy/uh'^ yfllKKx^f /l^S^J:* 
IfS CI «3fittO&K*fli 

*§bwl mm. mma»*maLxi>&\ 

[0085] ^z-miz&txjsmi 

mm. mmm'Wiinmm&zttitutoxi,^. 




2) 32 003-64056 (P2 0 0 3-63U&8 

[0086] ±%mmm\*iz-&£tiz>immiki!r<fo 
mzmmzii-rmwizmMmtL&tf. m 

Sli«!l»l~7 01t%, #* L<ttl~3 0Mt 
[0087] ««, KM, IkS-H 

maiivmmizx^xmztf. mmmxizntx 

IB, TESfcLTO. OOlmg (jfiUttO. 01 
mg, RC»iL<Ji0. lmg) r*"5, ±GBi LT 

2. OOOmg (if* L<{i2 0 0mg, miZfttK 
te20mg) £l®3r^Lifc0&4-r.&£i:a j -e#!». 

[0088] 

[husct] &c xmotl mm. wmmstxmm 
&wfx*?tm$:m£fflaizimtiii s . *mti.zn 
wzmzzti&hnx'teKw 

[0089] (ggjtffll) 

3, 5-> ? -tert-7'f-;l'-4-h Ko^fv-N-f'J 
- 2 - )V^yX7 5 H ( 5 4 ) 

3, 5-v-tert-y^;k-4-t F&tHKMK 
(12. Og). 2-7S/h°'J v'y (4. 5 1 g) . 
S.t/hUxf-;l/7S> (7. 4ml)<0i*fh7th' 
D7 5>-Jg?S (200ml) {I*^T-C*>-7y*A*y 
K^If;K8. 0ml) ^JP^., aa-ci oiSfajftf 

±t'ia»L^. ftaSBJ: l 5iH8xf-/^S*L. 
7;US7*7A^ovN^77-f- (}Saj?S«: n-*s 

*<ty/imx.*)v= 5/\ ) iznitz. nt>titz®& 
(.zn-^-fyRxmrn^^Mixm^mj^^- 

l. VxtiiLKgi&ZrMl. VAl 5 7-1 5 8°C£# 
BWfl:^* (14. 0 g ) l,Tftfc. 
'H-NMRWWK5ppm, DMSO-d 
6) : 1.43 (18H, s), 7.13 (1H, dd, J = 4.1 and 7. 
3 Hz), 7.54 (1H, s, **<7»DTiI&) . 7.75 (2H, 
s), 7.81 (1H, in), 8.17 (1H, d, J = 8.7 Hz), 8.36 
(1H, n), 10.74 (1H, s, fi*<^nT'ift'*) . 
[009 0] (MW\2) 

3,5- 'J-tert-f-f-JU- 4-th'D^-N-ey 

: Jy- 3 - >f yK>X7 5 K ( ffiKMltett 5 7 ) 

3, 5-x-tert-7?-/U-4 - t Kodf>'£,&#8! 

(8. oos) , 3-75/eyyy (3. Olg) , 
y7y*^*yKy'xf;i- (5. 3ml). t-'jx^/U 
7S>(4. 9m 1 ) RX/MTHT-hyt Vz>7yy ( 1 

5 0mi) iwgmmicomnzmtx. mA2i9 

-220TCSr*f*IWfl:-&* (9. 70g)5rSfete 

iH-NMRWh/K^PPm, DMSO-d 
6) : 1.43 (18H, s), 7.39 (1H. dd, J = 4.7 and 8. 
3 Hz), 7.58 (1H, s, MAW&foiXWd . 7.70 (2H, 
s), 8.12 (1H, ■), 8.29 (1H. m) 8.88 (1H, d, J = 2. 



JP 2003-64056 



Pa ge 13 o f 22 



(13) 82 003-64056 ( P 2 0 0 3 -680^*8 



4 Hz), 10.22 (ih, s.m^maxim). 
[0091] (mw\3) 

3, 5-^-tert-y^-4-h Fodf^-N-tr^ 

yy-2--f;KyX7i H (#l^<ft&ft6 l ) 
3.5- ^-tert-7'f-;P- 4 - 1 H a* 
(5. 00g), TSyt7y> (1. 9 0 g) s ! sT 
y*X*ygy'if;K3. 3ml), MJxf-;U7$ 
y(3. lml)a^i*fh7tHD75y(100 

ml ) *^%%m\<?rHmz%lX. Ii<±U94-l 
9 5'C£t?& S Wtt^ft ( 1 . 1 5 g ) SrSfeM^t 

'H-NMRWWK5ppm, DMSO-d 
6) : 1.43 (18H, s), 7.63 (1H, br s, MfccomnX 
MM, 7.79 (2H, s). 8.38 (1H, d, J = 2.5 Hz), 8.45 
(1H, m) 9.40 (1H, m) , 11.07 (1H, s, S^K^JPT' 

[0092] (MfiPH) 

3, 5-^'-tert-yf-;P-4-t HD^i/-N-f-r 

- 2 - 4 )\>«sVXT 5 K ( ffmit&fa 5 8 ) 
3, 5-^'-tert-7^-/U-4-t h'Odf 
(5. OOg) . 2-TS.y^TY-)l (2.00 
g) . y7y*X*yix'xf/K3. 3ml). MJ 
Xf-;P75>(3. lm 1 ) RX/MfcT hyt 

y(ioomi) *^*afcm*>*i6fc*t'c, ib& 

204-2 0 5-CS-^-r^BW-ft:^) (4. 59g)£ 

'H-NMRX^WK^ppm, DMSO-d 
6) : 1.43 (18H, s), 7.23 (1H, d, J = 3.6 Hz). 7. 
54 (1H. d. J = 3.6 Hz), 7.67 (1H, s. MX-COMaX' 
iH*), 7.85 (2H, s), 12.57 (1H. s, fi*OiR8irCiH 
*). 

[00 9 3] (HSfiM5) 

3. 5-^'-tert-7'f-/U-4-b HQdf^-N- (2 
H-f7/-;H3-'f/H OX751* (flKMfc^flj 
62 ) 

3, 5-^'-tert-y?-/V-4-bFn*y£,§.#K 
(5. OOg) . 3-7iSVyY-fr (1.65 
g).y7y*^^iylf;K3. 3ml). Ml 
xf-;U7 S > ( 3 . 1ml) Stfttrtf J- 5 1 KD7 y 
V ( 1 0 0m 1 ) Srffl^HifeMl<7)*ffit*tT, M£ 
1 5 7-1 5 9*C£#-f !> I«Hfc£*J ( 0 . 1 6 g ) £ 

'H-NMRX^WKSppm, DMSO-d 
6) : 1.40 (18H, s), 5.40 (1H. s), 6.60 (1H, d, J 

= 7.5 Hz, mfcCOffihaXin*) , 7.43 (1H. d, J =1.5 
Hz), 7.81 (1H. s, S*08fc&ireMfc) . 7.91 (2H, s). 

[0 0 94] (gffi&l 6) 

3. 5-x-tert-y-f/l'-4-t Fn*j/-N- 
(1, 3. A}&TVTV-)V-2-< OK^XTS K 
(fl»flte*6 3) 



3.5- ^'-tert- y*-/U- j^&SK 
(1. OOg) . 2-7S/-1, 3. 4— f-TS^TV 
-;K 0 . 4 0 g ) . >-ry^x*yKi/"x^ ( o . 
6 7ml). h 'Jlf/L-rSy ( 0 . 61ml) 
*fh7hHn77y (20ml ) £J8V^SJfcflfU*>2r 
mizmtX . Bu£2 4 3-24 5X:*H-th IWfli^ft 
(0. 3 6g) tefittilitLtftfc. 
'H-NMRWMK5ppm, DMSO-d 
6) : 1.43 (18H, s), 7.78 (1H, s, ^CO^PtiH 
&), 7.90 (2H, s), 9.19 (1H, s) 12.99 (1H, s. fi7k 
w«iTiit*). 
[0 09 5] (HJ6M7) 

3. 5-> ? -tert-'7'f-/U-4-t Fn^-N- (4 

h-(i. 2, 4]hury-;P-3-^;P) ^yxrs 

3,5- v -tert- y?-/V- 4 - b Kodf 

(1. OOg) . 3-7S/-1. 2. 4-hUTV- 
;K0. 3 4g). y7yta*ySyif;M0. 6 
7ml). hUX^TSy (0. 61ml) RlSM* 
Tbyt Vuyyy ( 2 0m 1 ) Zm^WsMKVfiW; 
izmiX . MAI 7 3 - 1 7 4'C£*-f £ S Mfc£* 

(0. 6 6g) fcefettliiLTf&fc. 
'H-NMRX^WKJppm, DMSO-d 
6) : 1.42 (18H, s), 6.06 (1H, s, «*co8feODT?g 
jfe), 7.99 (1H, s, *7j«7)®IPTiI^), 8.02 (2H, s), 

8.86 (1H, s), 

[0 09 6] (SHIM 8) 

3. 5-S'*-tert-y?-/V-4 -t Ko^fy-N- ( 1 
W-ThyV-lV-S-^lV) <>X7% H (flfisfte 
D60) 

3. 5-> ? -tert-yf-;l/-4-t Fodf>-$,i.#M 
(5. OOg) . 5-75 /f h?y-^ (1.70 
g) . x7/***V»> f X?-/1/ (3. 3ml). MJ 
x-f/l/TS y ( 3 . 1ml) RXftefc-r hyt Ya?y 
y ( 1 OOml ) £fflv^HifeWi^*ftfcJtitT, 
27 2-2 7 5*C£ir*-*IWft;£flJ (3. 87g)Sr 

iH-NMRWHKJppm, DMSO-d 
6) : 1.43 (18H, s), 7.79 (1H, s, m^ffMAaXiM 
£), 7.89 (2H, s), 12.36 (1H, s, S*<0»T*M 
*). 

[0 0 97] (%ftH9) 

3. 5-v-tert-yf-;W-4-b Ho^fy-N- ( 5 

->f;wy*t/-)i'-3-'(;H <yX7SF (W 

5*fc£*2 4) 

3.5- i/'-tert- 7?^- 4 - b H ^$.ft#» 
(3. OOg) . 3-7$/-5-*f7M V*"^/- 
;K1. 1 8g) . y7y*^*yiyif;K2. 0 
ml), h UX-7-/U7 5 > ( 1 . 8ml) RXff&fcr V 
5tHD7?y(60ml) &JgV^gftffl 1 
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tX, Bt^24 3-24 5 0 C$rflff^aWL^ (2. 
58 g) Z&m&tLZ'&tz. 
iH-NMRWh/I/ (Sppnu DMSO-d 
6) : 1.41 (18H, s), 2.40 (3H, s), 6.74 (1H, s), 

7.61 (ih, s, m*nmmxin$:) , 7.76 (2H, s >, 11.2 

0 (ih, s, m*comm?m%:). 

[0098] (H^JIO) 

3, 5-y'-tert-7fvU-4-bKn*S/-N-b°'J 
$iS>-2-4 Jl/^yXT^ F (0J^ft£*6 5) 
3, 5-^-tert-yf-;I/-4-t Fu^y$lfi 
(5. 00g). 2-r^ytr'j ( 1 . 90 
g ) . ^ry^x^y^xf-;!/ ( 3 . 3m 1 ) . h y 

Xf-yUT^y ( 3 . lmDMMf h7hKn77 
V ( 1 00m 1 ) ^fflV^JgfflJl^&^CT. It* 
l80-l83°C$:*1'SeW^tl (0. 5 1 g ) £ 

JH-NMRX^h/I/ Uppm. DMSO-d 
6) : 1.42 (18H, s), 7.22 (1H, t, J = 4.7 Hz), 7. 
57 (1H, s, mfccomtoTink) , 7.71 (2H, s), 8.71 
(2H, d, J = 4.7 Hz), 10.91 (IH, s, ftfaD»TiH 
£). 

[00 99] (UteCTl 1) 

3, 5-x-tert-7'f*^-4-b Ko^>—N-b 0 'J 

ayy-4-^;Kyxr^ k (^t^2 7) 

3, 5->-'-tert-^;U-4-bHn^^t#K 
(1. OOg) . 4-T^b°^y> (0.38 
g) . yT/^X^ylyXf^ ( 0. 6 7m 1 ) N h 
yxf-^7$y(0. 6 lm 1 ) Rx/^rhyt Kn 

(20ml ) *ffl^ttiWl^*ffifc2PtT. U 
^247-250°C5:^^gW^%l (0. 21g) 

1 H-NMRX^ (5ppm, DMSO-d 
6) : 1.44 (18H, s), 7.99 (2H, s), 8.23 (IH, d, J 
= 5.8 Hz), 8.73 (IH, d, J = 5.8 Hz), 8.97 (lH,s), 
11.51 (IH, s, fi*OiRjDTffiife). 

[oioo] mmmi2) 

3, 5-^-tert-y^/I/-4-bFn^S/-N-b°'j 
*J>- 2-4)VX*)\,K>XT$ Y (m^it^3 6 ) 
3, 5-v-tert-7f7U-4-t Kn^fi/feMK 

(5. oog) . 2- (7$/;*^) ei/^'y (2. 

lml). y7y*^*^8yxf/l. (3. 3ml). 
Mlx^/W7$y(3. lm 1 ) »tffc#rb5tKn 
7^y ( 1 00m 1 ) *fflV^SOSMl^*ftfc»tT. 
■UA1 72-1 7 4*0**^6 B«Kt;^«I (4. 13 

g) i/t»fc. 

»H-NMRX^ h;M^PPm, DMSO-d 
6) : 1.41 (18H, s), 4.53 (2H, d, J = 5.9 Hz) 7.2 

-7.3 (2H, m), 7.42 (IH, s, M*^WBTCSjfe)J.6 
9 (2H, s), 7.7 - 7.8 (IH, m), 8.50 (IH, d, J = 3.8 

Hz), 8.94 (IH, t,J = 5.9 Hz), 



[010 1 ] (XM0I13) 

3, 5-x-tert-7 , ^;l/-4-bHo^y-N-b°U 
yy-3-^;Mf;KyX7^ H (WWfc-&*l3 7) 
3, 5-y'-tert-y^;l/-4-bKn*y£fJfK 
(5. 00g) s 3- (7$/>f-/I/) b-'J^y (2. 
0ml), yr/^X^yKy'xf-;!/ (3. 3ml). 
MJxf-/U7$y (3. lml)ai/i*f h7bFa 

7^y ( 1 0 om 1 ) zm^mmminummtx. 

UuSl90-19rCS:*^SaW^^6. 2 3g) 

z&m&kixwz. 

iH-NMR^^h;l/ (Sppm. DMSO-d 
6) : 1.40 (18H, s), 4.46 (2H, d, J = 5.9 Hz, S 
*omSD*CMife) 7.35 (1H, dd, J = 4.6 and 7.8 Hz), 
7.42 (IH, s, S*^^«H*), 7.65 (2H, s), 7.7 

0 (IH, m), 8.45 (lH.dd, J = 1.3 and 5.0 Hz). 8.54 
(IH, d, J = 1.9 Hz). 8.89 (IH, t, J = 5.9Hz), 

[0 102] (Xffeftll4) 

3, 5-> 7 -tert-y^-4-bFn^y-N-b 0 U 
3, 5-y-tert-^;l/-4-bFu^rx$S#K 

(5. 00 g) % 3- (r$s*i-)i) tru^y (2. 

0ml). / ***y&xx*/l, ( 3 . 3ml). 
hUX^UTSy (3. lml)Rlfi*f h7tKo 
7^y ( 1 00m 1 ) fefflV40l«l^)*SKflltT. 
i^2 5 9-2 6 0*:«:*1-*Bf^£ft (6. 80 
g) fcfifel&flil/tftfc. 

^-NMRX^h^ (Sppm. DMSO-d 
6) : 1.41 (18H, s), 4.46 (2H, d, J = 5.9 Hz) 7.2 
8 (2H, d, J = 5.8 Hz), 7.45 (IH, s, SfrnWdNrCffi 
7.68 (2H, s), 8.49 (IH, d, J = 5.8 Hz), 8.93 
(IH, t, J = 5.9 Hz). 
[0103] (Xitfll5) 

3. 5-> ? -tert-y^-4-hKn^^-N- (2 
- b' U y'y - 2 - 4 ;ux^;u ) ^ yxr $ F ( f^-ft^ 
$J39) 

3, 5-y'-tert-y^-4-bKn^ri/fe|.#^ 
(5. 00 g) . 2- (2-7$/X?^) tfUi/'y 
(2. 4ml). y7y*X*>fiyXf^ (3. 3m 

1 ) , MJxf-zl/TSy (3. 1ml ) ^feKrh? 
b Vayyy ( 1 0 0m 1 ) tfflt^iftMl (O^ffit* 
tt. Bu£14 2-1 44^£^&gW^% (4. 
44 g) Jfi^hU^, 
!H-NMRX^ h/K^PPm, DMSO-d 
6) : 1.39 (18H, s), 2.97 (2H, t, J = 7.3 Hz) 3.5 
6 (2H, m), 7.23 (IH, m), 7.27 (IH, d, J = 8-0 Hz), 

7.36 (IH, s, mykCOmuXim) , 7.56 (2H, s), 7.7 
0 (IH, m), 8.36 (IH, t, J = 5.6 Hz), 8.51 (IH, d, 
J = 5.6 Hz). 

[0 104] (1010116) 

3, 5-x-tert-7'^-4-bHn^i/-N- (2 
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- e y vv- 3 - >f ;px^;i/ ) ^yxr $ f ( 

•4 0) 

3, 5-v f -tert-7f"^-4-t Ho^^gL#K 
(5. OOg) . 3- f'JyV 
(2. 4 ml), yT/^^^yiyXf^ (3. 3m 
1Kb »Jxf-/U7S V ( 3 . 1ml) ai/S*fb7 

tKo77> doomi ) sfflv^at«i^*atim 

fcT. IM230-23 llC*^6BH<fc£» (4. 

64 g) tefetefttL-cftfc. 

iH-NMRWf^ (Sppm. DMSO-d 
6) : 1.39 (18H, s), 2.85 (2H, t, J = 7.1 Hz) 3.4 

6 (2H, m, m^commxm^), 7.31 (iH,dd, j = 4.7 

and 7.7 Hz), 7.37 (1H, s, M*cO»TiB&) , 7.54 
(2H. s),7.65 (1H, m), 8.35 (1H. t, J = 5.6 Hz, £ 
fccomtoTlft*:), 8.41 (1H, dd,J = 1.5 and 4.7 Hz), 

8.45 (1H, d, J = 2.0 Hz). 

[0105] (1010117) 

3, 5-^-tert-y^;U-4-bFn^r^-N- (2 
-b°Uxy-4--f;l/X^;U) OXTSV (tffiUte 
•4 2) 

3, 5-y-tert-^;l/-4-hN # P^SdeA#B 
(5. OOg) % 4- (2-75-/x*/l0 b'y^'y 
(2. 4ml), y7y*X*yKyXf;K3. 3m 
1 ) x h yxf-/W7 5 y ( 3 . 1ml) Rlf^T hy 

tFn77y doomi ) zm^mwiicojjmm 

tX. M24 7-2 5 0 o C^^SWb^ (5. 
39 g) feefittAkLtftfe. 
l H-NMRX^b^ (5ppm, DMSO-d 
6) : 1.39 (18H, s), 2.85 (2H, t, J = 7.2 Hz) 3.4 
8 (2H, m), 7.26 (2H, dd, J = 1.2 and 4.6 Hz), 7.37 
(1H, s. M*coaaiDTiH*) . 7.54 (2H, s), 8.34 (1 
H, t, J = 5.6 Hz), 8.46 (2H, dd, J = 1.2 and 4.6 H 
z). 

[0 10 6] (HMH8) 

3, 5-v-tert-y^U-N- (5-yn^h°'J^> 
3, 5-v-tert-^U-4-hKD4fi/^B#i! 

(5. oog). 2-ray-5-7 r Q^t o u> 7 y 

(3. 4 6g) . i/7y*X*>||yXf/P (3.3m 
1). MJX^/WTSV (3. lml) WS*fh7 

t h-D77y ( i oomi ) *m\y9&mi0tiimtzm 

IX s tt£2 15-21 71C***-* B«fe£* ( 4 . 
33g) fcSfefe&fcl/Cftfc. 
»H-NMRWWl/ (Sppm. DMSO-d 
6) : 1.42 (18H, s), 7.57 (1H, s, £tK^»T1&' 
£) 7.74 (2H, s), 8.04 (1H, dd, J = 2.4 and 8.9H 
z), 8.16 (1H, d, J = 8.9 Hz), 8.49 (1H, d, J = 2.4 

Hz), 10.93 (ih, s.mdwmtrcm9d. 
[0 107] imuni9) 



3, 5-x-tert-7*^-N- ( 5-^OQtrUxy 

-2-w -4-hHn^r^yxrsF («^ffc£ 

• 55) 

3, 5-^-tert-^P-4-bKo^f^RSi! 
(5. OOg). 2-ray-5-^nQb 0 U5/> 
(2. 57g), y7y*X*>KyXf/K3. 3m 
1 ) N hyxf-;U7$y (3. Iml)ai;i*fh7 
bKo7?y (100ml) Srffll^UlsMl^**^ 
tT. IW2 0 6-2 0 7r*tf«B«fc£* (3. 
94 g) fcafelSAfc ixntz. 

iH-NMRX^WK^ppm, DMSO-d 
6) : 1.42 (18H, s) , 7.57 (IH, s, Sfr<omnXilH 
jfe) 7.74 (2H, s), 7.94 (1H, dd, J = 2.7 and 8.9H 
z), 8.21 (1H, d, J = 8.9 Hz), 8.42 (1H, d, J = 2.7 

Hz), 10.94 (1H, s,£*0»tigifc). 

[0 108] (2gjfcH2 0) 

3, (2-^nobf'J^V 
-3-A)V) -4-bHo^^yxr$H (flB^fc£ 

• 13) 

3, 5-x-tert-y^;l/-4-bKn^^&#S 

(5. oog) . 3-T5y-2-^oDtry^y 

(2. 57g),y7;*^y|!yXf;M3. 3m 

1 ) s hUxf-^rSV (3. 1 m 1 ) ftE/fcr b 7 
tVayyy (100ml ) fcJSV^ffll 

tt,Mi29-i3 o«c£Wiri> B«fc£* ( 3 . 
98 g) ZteZMHitLXntz. 
iH-NMRX^ h)U (Sppm. DMSO-d 
6) : 1.43 (18H, s) , 7.49 (1H, dd, J = 4.7 and 7. 
8 Hz), 7.62 (1H, s, £#O^DTiHife) 7.76 (2H,s), 
8.05 (1H, dd, J = 1.7 and 7.8 Hz), 8.29 (1H, dd, 
J = 1.7 and 4.7 Hz), 9.97 (1H, s, £*<*>8&SDT7l 
*>, 

[0 109] («fcW2 1) 

N- (6-T5yb'U^y-2->f;l/) -3, 5~ : J- 
tert-yf-^-4-bHn^^yXTSH 

• 12) 

3, 5-^-tert-^;U-4-th*n^x^ft#a 

(5. oog), 2, 6-f/r$yb , y^y (2. 18 
g) . x7y*x*y&xx^;u (3. 3mi). hy 

X^7l/7$y(3. lml)at;i*f h7tKn77 
y (100ml ) *jflv^mo*ttC*tT. UL^ 

2 0 7-20 8°C£frr& Btftffc^ft ( 4 . 0 5 g ) £ 

•H-NMR^MP (5ppm, DMSO-d 
6) : 1.42 (18H, s), 5.73 (1H, s, £*tf)»h-Ci» 
6.21 (1H, d, J = 7.9 Hz), 7.33 (1H, d, J =7.9 
Hz), 7.37 (1H, q, J = 7.9 Hz), 7.49 (1H, s, £* 
OW&lLXim), 7.68(2H, s), 10.03 (1H, s, fi*<0jR 

mxim. 

[0 110] (XH0I2 2) 
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N- ( 2 -7$/ trilby- 3— -3. 5-is- 
tert-7*f-/P-4-b Ho* j^yX7S K ( fflfiMtS- 
1*14) 

3, 5 -s/*-tert-7*?-;P-4-t Ko* 
(5. OOg), 2, 3-x75/b-Uxy (2.18 
g), xry*^*ySy'xf;K3. 3ml), h'J 
xf-/U7$y(3. lm 1 ) M/m^iThyh Vuyy 
V ( 1 00m 1 ) fcffl(fmilt«l<0*ffilC*tTs PM 

2 2 1 -22 3-CS:#tS § Wt-^ft ( 1 . 4 3 g ) 
SetSAJ: LTttfc. 

'H-NMRX^HKJppm, DMSO-d 
6) : 1.43 (18H, s) , 5.67 (1H. s, MAWMtlX'ifi 
&), 6.62 (1H. dd, J = 4.8 and 7.6 Hz), 7.4 - 7.5 
(1H, m), 7.51 (1H, s, fi*<7)»Ti«5fc) . 7.71 (2H, 
s), 7.85 (1H. dd, J= 1.6 and 4.8 Hz). 9.50 (1H, 

s, B*<o^JnTiHfc). 

[0 111] ($£012 3) 

n- (3-^y^;^^j/fU^y-2— - 3, 

5 - S> -tert- 7*^-4- bFn* x<yX7$ H 

3 , 5 -^'-tert-y^-4 -t FO*S'5&B*» 

(5. OOg). 2-7sy-3-<y^i-^^t'j 
v'y ( 4 . OOg), ^7/*x*yg?xxf-^ ( 3 . 
3ml), HJxf-/U7$y ( 3. lml)&tf«S*r 

h^t Ko75y ( i oom i ) zm^mminim 
izmtx, pmi 20-1 2 ncs^rrsBowk^ft 

(3. 4 6g) £afe*S H B B fcU:#7t. 
'H-NMRX^HKSppm, DMSO-d 
6) : 1.41 (18H, s), 5.17 (2H, s), 7.25 - 7.35 (4 
H. m), 7.4 - 7.5 (2H, m), 7.49 (1H, s, m.^.<r>WM 
Tift'*), 7.53 (1H, dd. J = 0.8 and 8.1 Hz), 7.74 
(2H, s), 8.03 (1H, d,J = 4.3 Hz). 10.13 (1H, s, M 

*<oasjire?B£>. 
[oii2] mm24) 

3. 5-x-tert-7'^-4-h Hodfv— N- (3 
-t b'u:ifv-£'Jxy-2--Ol/) <yX75F (Ww 

mtm 2 3 x-fthtitz n - ( 3 -<y itivJt* ^ y 5/ 

y-2— -f/V) -3, 5 — v — tert— ~f^-fb— 4 — b F 
Ddf ^yX7S F ( 1 . OOg), 1 0%^5y W 
-JWWUKKO. 20g)aW^/-;K20ml) 

SrS^-fSfc, S!£6 6-7 5*C (ftibft) SrW-f&I 
WttHrfe ( 0 . 7 9 g > £ Sfiie!»«»*fc LTfcfc. 
'H-NMRWWK5ppm, DMSO-d 
6) : 1.43 (18H, s), 7.21 (1H. dd, J = 4.6 and 8. 
0 Hz), 7.34 (1H, d, J = 8.0 Hz), 7.64 (1H. s,S7k 
comaXim) . 7.81 (2H, s), 7.98 (1H. d, J = 4.6 
Hz), 9.97 (1H. s,m*cr>mtoXilli$:), 10.74 (1H, s. 



mmmmxiwk). 

[0 113] (£ftffl2 5) 

3, 5-> ; -tert-7*?-/l'-N- ( 6 -?ont'J vV 
-3-4/1/) -4-bFn*^yX7$F (flESflte 
*15) 

3 , 5 - tert- 7*?-/P - 4 - 1 F x£,§,#l! 
(5. OOg), 5-7S/-2-^DOtyy'y 
(2. 5 7g) , i/7 ;*X*yWJ^i-l\> (3. 3m 
1 ) , M)X-f/U75y (3. lraDR^jfefcf h5 
t F07 7 y ( 1 0 0 m 1 ) Sfflligftftl 1 OXfrffifci* 
tT, IWi2 9 0-2 9 2X;i*1-4Ifl«Kb-&* (5. 
4 3g) fcfife*S*fcl/Cf*fc. 
'H-NMRX^h;K5ppm, DMSO-d 
6) : 1.43 (18H, s), 7.51 (1H, d, J = 8.7 Hz), 7. 

62 (ih, s, a*oaanrrii&), 7.70 (2H, S ), 8.19 

(1H, dd, J = 2.8 and 8.7 Hz), 8.74 (1H, d, J = 2.8 
Hz), 10.33 (1H, s,S7K^»CM&). 
[0 114] (HHH26) 

3, 5-i/-tert-yf-/U-4-t h'D^fy-N- (3 

-.rf^/Ufi) yy- 2-4/1/) <yX7S F (fi&KWfcg- 
*i ) 

3 , 5 -i/'-tert-7'?-/l-4 - b Fn^feftSK 
(2. 5 0 g) , 2-7Sy-3-ba'jy(l. 08 
g) , WV*;**yByx?-A> ( 1 . 6 7ml), F 
'JiWivd. 53ml ) RtfiS*TF5bFn 

yy> (50mi) zm^mmi^&fcmtx, m 

j&180-18 5iC£*1-*BWfl:#ft(2. OOg) 

'H-NMRX^^h/KJppm, DMSO-d 
6) : 1.42 (18H. s), 2.18 (3H, s), 7.23 (1H, dd. 
J = 4.7 and 7.4 Hz). 7.51 (1H. s. ttfc^asflQTrH 
&), 7.70 (1H, dd, J = 1.4 and 7.4 Hz), 7.77 (2H. 
s), 8.29 (1H, dd. J= 1.4 and 4.7 Hz), 10.38 (1H. 

s, Srto^nT-iffife). 
[0 115] mmM27) 

3, 5-i/'-tert-7>/U-4-bFo*i/-N- (4 
-**)\>WJV-2-4)V) K>X7i F (WHsfte 
%4) 

3 , 5 - v -tert- 7>/l— 4 - b Fn* ^MMW. 
(5. OOg), 2-7$y-4-b°3'jy (2. 16 
g),i/7y*X*y|!x'lf;K3. 3ml), HJ 
Xf-/U7$y(3. lml ) F5bF07? 
y ( 1 00m 1 ) «rffllr>mtff|l<0*ffifta»tt. 
1 62-1 6 4iCS:*^61(Wk^* (2. 8 2 g ) £ 

&m*t ixm. 

iH-NMRX^WK«PPm, DMSO-d 
6) : 1.43 (18H, s), 2.34 (3H, s), 6.97 (1H, d, J 
= 5.0 Hz), 7.53 (1H, s, «*<0*flDT1Hjfe) . 7.74 
(2H, s), 8.03 (1H. s), 8.21 (1H, d, J = 5.0 Hz), 1 

o.64 (ih, s, n&nmux'in$:). 
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[0 116] (£ttffl|2 8) 

3, 5-v-tert-7^-N- (4. h-%?**f\AZ 
ViSy- 2-4/1/) -4-b Fo^f^yXTS H (W 

3,5- ^'-tert- Tf-zl'- 4 - 1 K D * 
(5. 00g) , 2-TS/-4, h-~s*1r)V)£yV 
y ( 2 . 4 4 g ) . -/7/*X*yS-/'Xf^ (3.3 
ml), b Uxf-zPT S y ( 3 . 1ml) &V$t*r t- 
7tHD77> ( 1 00m 1 ) Zm'&fflftUOlJ&iZ 
mtX. Si£8 2-8 6°C£^l>gWft£ft (3. 9 
6g) ^MHst LTfcfc. 
'H-NMR^MK5ppm, DMSO-d 
6) : 1.42 (18H, s), 2.29 (3H, s), 2.39 (3H, s), 
6.83 (1H, s), 7.50 (1H, s. SrtcOSfc&DTiBfc) . 7.74 
(2H, s), 7.86 (1H. s), 10.58 (1H, s, S*tf>aanre 
«*>. 

[0 117] (HJfe{H2 9) 

3, 5 -> ; -tert-7'f-;l— N- (4, 5- : JMWf- 
TV-)V-2-4)V) -4-hFodfv-^yXTS h* 
(*KMK^«17) 

3 , 5 -i/-tert-7f-/U- 4 - 1 Kn*v£,g.#I? 

(3. OOg), 2-7S/-4, 5-^^;H-rV 
-;MS&£ ( 1 . 9 7 g ) , ^Ty*X*>i!vXf-;U 

(2. 0ml), MJXf-/l/75> (3. 7ml) St/ 
•*f h7tHo77y (60ml ) Srffl^fQtfll 1 <0 
Hm\ZWtX. HujSC19 7-1 98X:**t4BflWt^ 
* ( 1 . 1 0 g ) £&etSAfc 
'H-NMRWh^lSppm, DMSO-d 
6) : 1.42 (18H, s), 2.19 (3H, s), 2.26 (3H, s), 
7.64 (1H, s, S*^ttT1»&), 7.82 (2H, s), 12.3 
1 (1H, s. STk^iDTf&fc). 

[0 118] (£ttffl3 0) 

N- ( 5 -yD^f-TV— ;U~ 2-4/1/) - 3 , 5-v 
-tert-7-f/l/-4 -t Fa*is<>XT5 H (fij^-ft 
^ftl8) 

3 , 5 -i/'-tert-T'f-A'- 4 -h Ka^f :/$,t,#g? 
(3. OOg). 2-75 7-5-70^77-/1/^ 

iRS#g ( 3 . 1 2 g ) . ^7/*x*yK^x^ 
( 2 . 0ml). h t»x^-;l/7 5 y ( 3 . 7m 1 ) Mf 
*f*Th5t Vnyyy (60ml) fcfflUlQfetfJ lcO 
S-ffitcmtT. »£24 2-24 3'C£*-taiffrtfc£ 
ft ( 0 . 3 5 g ) SrSfefeHfc l/C»fc. 
iH-NMRWh;KJppm, DMSO-d 
6) : 1.42 (18H, s). 7.63 (1H. s), 7.75 (1H, s. 
«*<oaaDTffl*). 7.85 (2H, s), 12.85 (1H, s,tt7j< 

[oii9] {mm\3D 

(2- (3, 5- i J-ted-7+)V-4-t Y-v*i/< 
yy-f;WT5/) ^-ry-;W-4— f;WPKxf-^x 
Xf/l' (0fi*fl:&ft6 7) 




7) §2 003-64056 (P2003-6.1A) 

3. 5-^-tert-7"f-;P-4-tHDdfv$SSSS 
(3. OOg). 2-75/-4-f-7y-/HHRxf- 

;HXf/K2. 2 3g) , y7y*^*yiyxf^ 
(2. 0ml). hUxf-^75 V ( 1 • 8m 1 ) Rlf 

Mfh7tHD77> (60mi) zm^9mmi<D 
-ftmzmtx. nt&i 75-1 7 6K:&*rsBWfc£ 

ft ( 1 . 8 6 g ) fcafMSfli: LTfcfc. 
'H-NMRX^MKSppm, DMSO-d 
6) : 1.19 (3H. t, J = 7.0 Hz), 1.42 (18H, s), 3. 
73 (2H, s), 4.09 (2H, q, J = 7.0 Hz), 7.00 (lH.s). 
7.68 (1H, s, mfcmmnXim) , 7.85 (2H, s), 12. 

59 (ih, s, m^mmxin^:). 

[0 120] (mkM32) 

(2- (3, 5 - v-tert- 7f-/U- 4 - 1 F j//< 
£ft5 9) 

H»J 3 1 T#fc*Ufc ( 2 - ( 3 . 5 - y-tert- 7f- 

/i/-4-t Fu^s^vy-rATsy) f-7y-A-4 

— i MSmx.^x.XT-iU ( 0 . 5 0 g ) . 2MS?K 
Wfc7 F "J ^ A7K^?S (5ml) fttf y -;K 5 m 
DOjR^mSrafflTmSBHWPLfcO^. 2££tt!ft 

t» L . **KI$7 F y >7 A±T«ai Ltz . ffitUfSi 

Zxmth t.lM226-23 8'CS:*-r h BtML4t 
ft ( 0 . 4 6 g ) tBfittAJ: LT»fc. 
iH-NMRX^WK5ppm, DMSO-d 
6) : 1.42 (18H. s), 3.64 (2H, s), 6.97 (1H, s), 
7.68 (1H, s, a*<OjRJnTffl*>. 7.85 (2H, s), 12.5 
8 (1H, s. MfcvmaXiWk) , 12.2 - 12.7 (1H, br 

s, mmmmx'iwk). 

[0 121] (Sat0!3 3) 

(2- (3, 5 - j/'-tert- 77/ U- 4 - 1 F i//<. 

y74/u75/) ^-77-/1/- 4 -4 /Wy F*i/4 5 
/»Kxf-/kxxx;u- (0fi^fc^* 1 9 ) 

3, 5 - v-tert- 7^-4 -hh'O* 
(3. OOg). 2-757-a- (7- F*i/4$y) 
- 4 - f7/-;Hfi!lf/HXf^ ( 2 . 7 5 g ) . 
y7y*X*yiy'Xf;K2. 0ml). h'jxf-^ 
7Sy(l. 8ml ) &tf**7ttrF7t h'D77V (6 

omi ) zm^m&micomnzmtx. W&213- 
2 1 4X**T& gewt-s-ft ( 1 . 3 1 g ) 

'H-NMRX^WK5ppm, DMSO-d 

6) : 1.30 (3H, t, J = 7.1 Hz), 1.43 (18H. s), 3. 

93 (3H, s), 4.35 (2H, q, J = 7.1 Hz), 7.53 (lH.s). 

7.73 (1H, s, m^cnmnX-m^d , 7.87 (2H, s), 12. 

86 (ih, s, a*<ojRJnr?ffl*). 

[0 122] (Hi6^J34) 
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3, 5-v-tert-7'f-;U-4-t HD^fx-N- (4 

- 7 x -i^tv-iv- i-4)V) -oxri k (m 

3 , 5 -v t -tert-7*f-;U-4-t Ho* 
(3. OOg), 2-r$/-4-7x-^f-7y"-;P 
**Kmi*«!f!!) (3. 3 0g) . y7/*X*ygy* 
x^;l/ (2. 0ml), V'J^i-iUTi.y (3.7m 
I ) &tf&S*Th7t KP75y (60ml ) 

mmicoumizmtx. ^.236-237-0^*1-2. 

i^k^ft ( 1 • 88 g ) t&&£&t LXWz. 
'H-NMRWWK5ppm, DMSO-d 
6) : 1.44 (18H, s), 7.33 (1H, t, J = 7.4 Hz), 7. 
45 (2H, t, J = 7.4 Hz), 7.65 (1H, s) , 7.71 (lH.s, 
tfccomuXin*) , 7.89 (2H, s), 7.96 (2H. d, J = 
7.4 Hz), 12.71 (1H, s, ftfc^&llTf&fe) . 
[0 12 3] (HM0J3 5) 

3, 5-x-tert-7'^-N-(4- (3, 5-x-t 
ert-7"-?-;P-4-bKDJf^7x-;l/) f-7V-/U- 
2-4;U)-4-tFn*i^yX7SK (W^b^ft 
21 ) 

3, 5-^-tert-7"f-^-4-hKD^-/^,t#K 
(1. 5 0g) . 4- (2-7sy^-7 > /-;u-4-'f 
;U)-2, 6-v-tert-7"f-;l'7xy-/H . 83 
g ) . v-7y*X*yKv*xf-;W ( 1 . 0ml). N >J 
xf-^7Sy(0. 9 2m 1 ) Sl>'*l*rh7hKn7 
7 V (30ml ) frffl^flMm^J&l^Lrt, K£ 
>320'C (KM) ZHt&SmtSWl (1. 36g) 

'H-NMRX^WMiJppm, DMSO-d 
6) : 1.43 (18H, s), 1.44 (18H, s), 7.07 (1H, s, 
MfcomnXiti*:), 7.38 (1H, s), 7.65 (2H, s),7.68 

(iH, s, mfcomaxintk) , 7.87 w. s), 12.60 a 

H, s, mfccomUnXiM*:), 

[0 124] (21J&I01J36) 

2- (3, 5-> ; -tert-7'f-;l-4-t Fadfv^vy 

-OU7S7) -5-7xx/uf-7y-^-4-*;u*:y 

Hx^XXt/U (0»tt£ft2 2 ) 
3. 5-i/-tert-y^/U-4-tFo4f^ft#i! 
(1. OOg), 2-75/-5-7xX;^7y-/l' 
-4 - tf/l^iSxf-AXX-f A- ( 0 . 9 9 g ) , i/T 
/*x*yg-/'if;M0. 6 7ml), hUxf-/U7 
$y(0. 6 lm 1 ) Rlfm^Tbyt Vayyy (2 
Om 1 ) ^fflV^»Jl^S(c2»tt . H£l 2 3- 
1 2 8-CSr^f h MtMfc&h ( 0 . 0 8 g ) SBfittA 
fcl/Cttfc. 

'H-NMRX^hyKSppm, DMSO-d 
6) : 1.13 (3H, t, J = 7.1 Hz), 1.43 (18H. s). 4. 
17 (2H. q, J = 7.1 Hz), 7.4 - 7.5 (3H. m), 7.5- 7. 
6 (2H, m), 7.76 (1H, s, M^maX'm^:) . 7.90 (2 
H, s), 12.98 (lH,s, m*?)»Tii=f£). 



[0 125] (HJS0I3 7) 

2- (3, 5-v-tert-y^-;U-4-t HD^rv^y 
y>f A7 5 7 ) - 4 - 7 x =JWr/-fr- 5 
yilf;HXfyP <flKHfc£»2 3 ) 
3 , 5 -y-tert-yf-^-4 - 1 Fo^&ltfK 
(1. OOg), 2-7S 7-4-7 xX/U^7y-;L- 
- 5-ij)^ym^)V^XT)V ( 0 . 9 9 g ) , ^7 

y^x^yK^xf-zp ( o . 6 7 m l ) , h yxf-^7 

$y(0. 6 lm 1 ) ai>'te7j<xh5bHn77> / (2 
Oml ) feffib^OMl MjS2 34- 
2 3 5'C5r*-f 6 BWfc£* ( 0 . 0 9 g ) i &&&& 

iH-NMRWWKSppm, DMSO-d 
6) : 1.22 (3H, t, J = 7.2 Hz), 1.43 (18H, s), 4. 
20 (2H, q, J = 7.2 Hz), 7.4 - 7.5 (3H, n), 7.7- 7. 
8 (2H, m), 7.80 (1H, s, a*0»T*?Hifc) , 7.90 (2 

h, s), i3.il (ih.s, mknmnxim). 

[0 126] (£ltffl3 8) 

3, 5-x-tert-y^-;l/-4-h Hndfx-N-=Sf7 
U y- 2 — f >K>XT 5 K ( flRMIte* 2 8 ) 
3, 5-v-tert-7*f-;k-4-t h'D* i^J,#g? 
(5. OOg) , 2-7S7=f7Uy (2. 88 g) , 
v7/*.x*yi£vx^ ( 3 . 3ml), h t)xf-;U 
7$y(3. lm 1 ) at/4S7Krh5t Hn77> ( 1 
0 0ml ) fcfflV««m*tiH£fc»tT, ^194 
-195-C$-*-T2»iWft^(3. 68g)$r6fe*S 

at Lxntz. 

'H-NMRWMK5ppm, DMSO-d 
6) : 1.44 (18H. s). 7.45 - 7.55 (1H, m), 7.59 (1 

h, s, m^mtax-m^), 1.1 - 7.8 oh, 7.82 

(2H, s), 7.87 (1H, d, J = 8.5 Hz), 7.94 (1H, d, J 
= 7.8 Hz), 8.3 - 8.4(2H, m), 11.13 (1H, s, Mfccr) 

mnx-ffiik). 

[0 127] (£ffcff|3 9> 

3, 5-v-tert-y^-;U-4-hHadfv--N-=Jfy 

)V<VXT 5 Y ( 2 9 ) 
3 . 5 -y-tert-y^-4 - 1 Hndf 
(5. OOg) , 3-757*7 'JV (2. 88 g) , 
y7;^*y|yif;K3. 3ml), MJxf-/P 
7S>"(3. lm 1 ) Sl>'il*Th7bHo77y ( 1 

oomi ) *m^mm\<rttt\mix, it.^253 

-2 5 5X)£*^£gWtt£*M3. 20g)£6fe*iS 
Hi LX&t:. 

iH-NMRX^7 WM 5 P pm, DMSO-d 
6) : 1.45 (18H, s), 7.55 - 7.6 (2H. m, StKO^ 
flDTiWfc), 7.6 - 7.7 (1H. m), 7.77 (2H, s), 7.9- 
8.0 (2H, m), 8.74 (1H, d. J = 2.4 Hz), 9.14 (1H, 
d, J = 2.4 Hz), 10.47 (1H, s, a*0»TiPBfc>. 
[0128] (£iSfia|40) 

3, 5-> ? -tert-yf-;P-4-t Hodfy-N-'f V 
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*yyy-3-^;i^yXT5H <0e*fe£tt3O) 

3, 5-^-tert-y^-4-hHD^v^&#K 

(2. 5 0g) . 3-r^y>f y*yyy (1.44 

g) . >ry*X*y»xXf-;l/ ( 1 . 6 7m I ) . }> 
•Jxf-;UT$y ( 1. 5 3m 1 ) XV*l*rh5b Ho 
75V (5 0m 1 ) tfflV4Ht«l^)*ifefc3|itT. It 
£21 5-2 17^*^4 BWfl^ft (0. 97g) 

1 H-NMRX^ Wl/ (5ppm, DMSO-d 
6) : 1.45 (18H, s), 7.5-7.6 (2H, m, M^Mti 
Tift'*), 7.7 - 7.75 (1H, m), 7.81 (2H, s) p 7.92(1 
H, d, J = 8.4 Hz), 8.08 (1H, d, J = 8.4 Hz), 8.62 
(1H, s), 9.20 (lH,s), 10.86 (1H, s, SAOflOnTffl 
*>. 

[0 129] (SGKM4 1) 

3- (3, 5-^-tert-y^;U-4-t Kn^rx7x 
fc£ft6 8) 

3, 5-^-tert-y^;l/-4-t Hn^r^m^K 
(5. 87g). (2. OOg). 

yTy^yiyXf;K3. 5ml), Mlxf-/U 
7SX3. 3m 1 ) RTfm*Tb7t YuyyV ( 1 

oom i ) zm^mm 1 ^umimtx , S16200 

-20 VCi^i-hmit^ (2. 9 3g)£6fefS 

1 H-NMRX^ (tfppm. DMSO-d 
6) : 1.42 (18H, s) , 6.95 (1H, d, J = 15.7 Hz), 
7.10 (1H, dd, J = 5.4 and 7.2 Hz), 7.41 (2H, s),7. 
43 (1H, s, S*<0SSflDt1H5fc) . 7.55 (1H, d, J = 15. 
7 Hz), 7.75 - 7.85UH, m), 8.23 (1H, d, J = 8.4 H 
z), 8.33 (1H, d, J = 5.4 Hz), 10.52 (lH,s, fi*c?) 

[0 130] (HMM4 2) 

3- (3, 5-v r -tert-7 , ^;U-4-t Ko*j/7x 
— N-b'D y'y- 2 - ^;U7°nt fl ^yT5 K (« 
5^L^*4 3 ) 

Hife«4 lT#feilfc3- ( 3, 5-^-tert-y^;I/ 

-4-bFn^y7x-;H -N-tru^y-2-^yp 
T^'J/WTSF (2. 50 gK 10%A'7yW-S 
fftfW (0. 2 5g) mf*9J~)V (50ml)Jffl 
v^OfcW2 4KJ|StTRlBS*4 4:. H£l 17-11 
8X;**1-6BWfc£ft(l. 9 6g) SrBftttfliL 

•H-NMRX^Ml/ Uppitu DMSO-d 
6) : 1.34 (18H, s) , 2.63 (2H. t, J = 7.6 Hz), 2. 
79 (2H, t, J = 7.6 Hz), 6.69 (1H, s, SfrnmuX' 
m&), 6.96 (2H, s), 7.07 (1H, dd, J = 4.3 and 7.3 
Hz), 7.7 - 7.8 (lH,m), 8.11 (1H, d, J = 8.3 Hz), 
8.25 - 8.3 (1H, m), 10.44 (1H, s, SrttfSiaO'CiH 



[0131] (98mA 3) 

N- (5-9uuWi/y-2-4)V) -3- (3, 5 
-x-tert-yf-yP-4-b KD^ry7x^H 7? U 

;utsh <0B^fc£»6 9) 

3, 5-x-tert-y^;P-4-bHo^i/m^K 

(2. OOg) . 2-rsy-5-^onb»j> ? y 

(0. 9 3 g) . y7/ta^Viy'Xf;Ml. 2m 

1 ) s hUx^T^y (1. 1ml) &tf*£*Th7 
t FD77>' (4 0m 1 ) Srffl^ieSfflll^ffiKiPt 
X. SbS2 3 2-2 34X:2:*TSaW^%(2. 4 
7g) ^a^ B H 0 hLTf#^ # 
iH-NMRWWI/ l^ppm, DMSO-d 
6) : 1.41 (18H, s), 6.92 (1H, d, J = 15.7 Hz), 
7.40 (2H, s), 7.43 (1H, s, *#0«jDt1H*) . 7.56 

(1H, d, J = 15.7 Hz), 7.91 (1H, dd, J = 2.7 and 
8.9 Hz), 8.28 (1H, d,J = 8.9 Hz), 8.38 (1H, d, J = 

2.7 Hz), 10.69 (1H, s, mAWWSSBr&Mk) * 

[0 132] imm\AA) 

3- (3, 5-^-tert-y^-4-bKo^x7x 
-/!✓) — N - (2-trUi/>-4->f;Ux^;P) 7?U 
;U7SF («f»flte*3 5) 

3, 5-^-tert-y^-4-bKD^rxm^K 
(2. OOg). 4- (2-7^yxf-;U) t'U^y 
(0. 88ml). i/T JibXibVW/^h (1.2 
ml), h Uxf-y^TS V ( 1 . 1ml) Sl/^Kr h 

7tb'D77> (40mi) zm^mmmi^mizm 

tX, K2 1 9-2 2 l«**4B«Hfc£» (2. 
18g) *SfMSfii:LTf§fc. 
iH-NMR^HP (tfppnu DMSO-d 
6) : 1.39 (18H, s), 2.80 (2H, t, J = 7.0 Hz), 3. 

4 - 3.5 (2H, m), 6.42 (1H, d, J = 16.7 Hz), 7.25 - 
7.3 (3H, m, m^mBXWO. 7.29 (2H, s), 7.33 
(1H, d, J = 16.7 Hz), 8.05 (1H, t, J = 5.6 Hz), 

8.47 (2H, dd, J = 1.9 and 4.4 Hz). 
[0 133] (HMH5) 

N- ( lH-KyXJ WV—)V-2-A}V) -3, 5 
-^-tert-^f-;l/-4-b Vu*isKyXT$ V (M 

3, 5-x-tert-7 r f';l/-4-bFD^v'^SSK 
(1. 05g), ^ ?V-)V (0. 

5 0g) . l-XfvU-3- (3' -y7f;P7syr 
dW) tf/MU^ 5 KttBNl ( 0 . 8 1 g ) . h U x 
^/U75 V ( 0 . 5 8ml) &tf&*v^^*;UA7 
SK (10ml ) <^ffl^*^V3l«ffllW*Lfc. S 

fifc«itfc**Jni.. B^xfvUTttiiJLfc. 

fc. aaj»j:>)*»x^s:e*L. mmisv*y)i> 

*7A^D7h^77^ (j§tUiSj«: n-M^^/ 
BHftxf-;U= 1/1-^1/2-1/3) fctfUfc. 
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(20) i§2 003-64056 ( P 2 0 0 3 - 6chOA) 



i- (r-bh-M;^/*=6 0/4 0-6 5/3 5- 
7 0/3 0) fcftti . 11* 1 9 5 - 1 9 7'C$r*"tS 

( 0 . 3 9 g ) * UT»fc. 
'H-NMRWWKJppra, DMSO-d 
6) : 1.35 (18H, s), 6.38 (1H. d, J = 8.0 Hz). 6. 
77 (1H, t, J = 7.7 Hz), 7.05 (2H, n), 7.20 (lH.d, 
J = 7.7 Hz), 7.54 (2H, s), 8.0 - 8.25 (1H, br s. 

[0 1 34] (IWM4 6) 

N-[3, 3' ] t*fU^-6—f;l/-3, 5-y- 
tert- -f+fc- 4 - 1 Fo* i^yXT* 5 F ( B»KMfc& 
ifjjl 0 ) 

HJfeflJ 1 8 Ti 3,5- i/'-tert- 7*7*-;l— N - 
(5-7'n ; Ef'J^>-2-^;l/) -4-tFo*>"< 
yXTSF (0. 35g) . yIf/K3-t!J^H 
^5V(0. 29g) . Thmth^i-^X 
7t» rt=jV*7k. (0. 060g),tert-/f;H 
T^-^A/nv^ F (0. 0 64g) , *SHk*l» 
^A(0. 1 5g) SV*l*Th5hK075> ( 1 5 
m 1 ) <rm&tok2$m. SnSHBHaUfc. RlE»m 

- (jgaj&K : M8xf-;P) (Cftf >Ml72t 
£WTI> Bttflftft ( 0 . 3 2 g ) 

'H-NMR^WMJppm, DMSO-d 
6) : 1.44 (18H, s), 7.52 (1H. dd, J = 4.7 and 7. 
9 Hz), 7.58 (1H, s, S^m&DTi&'fc) , 7.78 (2H, 
s), 8.15 - 8.2 (1H, m), 8.22 (1H, dd, J = 2.6 and 
8.7 Hz), 8.31 (1H, d, J = 8.7 Hz), 8.60 (1H, ■). 
8.77 (1H, d, J = 2.6 Hz), 8.98 (1H, d, J =2.1 Hz), 

10.95 (1H, s. S*O$a0T7i&). 

[0 13 5] (HHM4 7) 

3, 5-y-tert-7*f7U-4-tFn*i'-N- (5 

-^y , jy-3-^;i'-ey> J y-2--f^) ^yxr 

SF (W5Mfc£»l 1 ) 

HSfeWl 8T'X^zl^3, 5-y-tert-yf-yP-N- 
(5--fumVW-2.-4M -4-hKndf^ 

fXTSK (0. 35g) . ##0UTl#£>fl£3- 
(4, 4, 5, 5-Thyj<^- [1 , 3, 2] 

^y^7V-2->f;u) df-yuy (o. 24g),rb 

(MJ7xX/l/*X7-f>") ^7xW (0. 0 



4 g ) . 2 'J •> A7K^?S ( 0 . 8 6 m 1 ) RV 

M*v^/W*/kA7$ H (7ml ) fcffl^SSHPH 6 
fc*t*RJ63#4i:, Sl£8 2-8 5"C£#-fSBW 
<L^)(0. 34g) ^ftfeT^^r^t 
'H-NMRWWKJppra, DMSO-d 
6) : 1.45 (18H, s), 7.58 (1H, s, m*c?)W.tiUXift 
&), 7.67 (1H, t, J = 7.8 Hz), 7.80 (2H, s). 7.75 
- 7.85 (1H, m), 8.05 - 8.1 (2H, m), 8.35 - 8.4 (2 

H, m), 8.76 (1H, d, J= 2.2 Hz), 8.34 (1H, d, J = 

I. 8 Hz). 9.34 (1H, d, J = 2.2 Hz), 10.99 (1H, s, 
artcojSs&DTiilKfc). 

[0 136] 

imm (mmi ) 

3- (4. 4, 5, 5-fh7^f^- [1, 3, 2] 

t*X (t^nW-F) is#7> (1. 34g) . 3-7* 
DWJy(l. OOg) s xF5*X ( h'j7xx 
)V*Z74 » 'UWA (0. 040g) , B»#'J 
«7-M 1 . 4 2 g ) M/^Ri^ <j-)VX)l>-fc* v F ( 2 
5ml ) <0fi^£8 0XrC4»*ia*l#U;. RJE&T 

U #H«7^*S/*AJ:TlBIl.fc. ttaiySEJ; 0 F 
;Uxy£®£-fSfcR.f <I=0. 17 (n-Mfy/ 
p|£x^= l / 1 ) BWfl^W (1-28 

g) fc^feiiMflWtfcLTafc. 
[0 137] 

[Hiftft] (tOWHl) 

f*S40glXht'Slfll«^!®$r^-f«ttK KW^tm 

jt«fi*oe«ffit^t <t die jimaxm&m*9 

*te?»*HB F - 2 fcilift: 3 BIBft4 L . «jBSt 

[0138] fcajwa-s-wtett, fccfctf 3 araf$4f*fc 

®mZ7)Uan-y-F (A&TttK) fc-CffljeLfc. 
[0139] Jta* J: 9 JM6»T¥ 

[0140] al«»t* (%) = C (HUMtfW-fl: 

gft£t4$lLtgtt> /*tHW*IHM] x 100 

[0 14 1] 
[SI2] 



27% 
39% 
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(2 1) §2 003-64056 (P2 0 0 3- 



34% 

23% 
20% 
20% 



(mM2) 

B#? b-TJ: OMA LfcCCTBL/KsJ-db/dbV>X?:ffiffl 

ttLfc. flteftft^Sffcli. ft£fe£0.05%. 0.10564 
fcfctt. 20%«*I£Tt&*flfl F - 2 fcSifT 7 HIBItt* 



[0142] ^•m^-mm, HIB»4ftf= 
S»i 9 SHU aMl^HICJ: 9*#£>ii£«4^ifiL 
iI5:^3D-/-F (A&T*t§g) fcTJttW:. 

[0143] JteSJ: >JJiHI«J:#»iH*t**fc. 

[0144] mm±.%m\m (%) = n-mtit 
m ] } xioo 

[0145] 
[*3] 



f*8Mfc£fc 



mmm 1 oft^* (0.20%) 110% 

5BtW4Ofl:£*(0.05%) 160% 

»IW8«Ofl:£ft(0.05X) 140% 

Hffcfjaj 1 5 <Ofc£Hl (0 . 05%) 160% 

mmm 1 6 <M&b (0 . 05%) 150% 

gfftffl 1 7 W-ft&ft (0 . 10%) 170% 

HfSPJ 1 8 <r>ft&to (0 . 10%) 140% 

mmm 1 9 cMt^* w . 10%) 130% 

mm* 1^^(0.05%) 110% 

mm 4 2 <rnt^ (0 . 05%) 200% 



[0146] 

( 1 ) ar-fe/ww 

lOtMlOfl:^* 10rag,7^h-X 110m 
g, 3-y-X?-f58mg, ^f7 U vffeyy^i/ 
<7A 2mg«S*SS<S^L, 6 0^-y>-j.Ol? 
(^•xxiCOS2i(iTy 1 e rgSJMCJ: |> ) Sffi-t. ft 

(No. 3) cstau urtivwtwmth, 

gmmi&cMC-S'to lOmg. 85m 
g, • ^-f-34mg, {^fl-te^o-.* 2 

Omg, Xf7'Jyil7nxW lnig«^ 
<«£U #1 5 0mg«*fl»HfcflE**ST*. * 



( 3 ) mm 

1 9 <7>(L£tt lOrag, 7^h-^ 839m 
g, 3-y-^-fl50mg. t Fa^rnhVL- 

mi. 

[0 147] 

[ 0 1 4 8 ] itz. *$MH«>7 5 h'KSIft, *<^BUi 
I^Sft&ratt*OllBlJJRF*3ft4x*^/Wi, ft 
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(2 2) f!2 003-64056 (P2003-60. 



(51) Int. CI. 7 

A 6 1 K 31/4406 
31/4409 
A6 1P 3/10 
C 0 7 D 213/75 
261/14 
277/46 
277/56 



F I 

A6 1K 31/4406 
31/4409 
A6 1P 3/10 
C 0 7 D 213/75 
261/14 
277/46 
277/56 



r-7>K (##) 



KKIB a a pillEJ£0IlTg2#58^ 

(72)«w« lis m 

*^n a nJHEJSlHIlTa2#58^ Zfttfc 

(72)*«« 'Kin m? 

*KIB n a nil|B:OTlTS2#58^ Zfttt 



(72) mat m 

F 4C033 AD07 ADD AD17 AD20 

4C055 AA01 BA01 BA02 BA28 BA53 

BB02 BB06 BB08 CA01 CA02 

CA06 CA28 CA39 CB02 CB08 

DA01 DA06 DA28 DB02 DB08 

4C056 AA01 AB01 AC01 AD01 AE03 

FA03 FB11 

4C086 BC17 BC67 BC82 MA01 MA04 

NA05 NA06 NA07 ZC35 



